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Uti] 



iCf£':,X- (CH2)n- (nH3, 4, 5X^6) Sr« 
IftL, R7 tt*Sim^. /Mnyy^^, ffiigiT/Vridrv^ 




[s^f. xi4-o-x(4-NR4 Ri i-iA^mm 



m^m 1 ] Tia^c 




Xi4-0-Xi4-NR4 ^S*U Ri tt* 



(^Efi^ Aii^^e-^, -CH2 -0-X(*-NH- 

^•r^^mm^Ri^Mmm^t-mcf£'ox\^u v 

(::;ior- (CH^):!- (^^i:;*5V^r. n{13, 4, 
5X(i6^«»-r5) ?rJl^l?gb. R7 uiKmm^. ^-^p 



;Wj}-C!y5";i^S. t Kn=3rv'£. T5y£. ^y^>L< 
SeL, Rg (l*SgJg^. /M3^>i(^^. ig®T/vde/v^ 

Ri &t;!R2;55pgi-5^|gi^^t-^{c/ioTTI5^: 



(^tf. A' ti-cHa -xn-o-^:t*u R^' 

[tt*:*3] Rj 5:tKR2 ^5p-XtW=eoT^ti^r' 
y^/v«T'&2);ii\ ^v^fiRi 

t). R3 ^^^IgJU^^-Cfef). Rg ^^/v 

/j5-$ti^f^oT- (CH2 ) 4 -^rJl^figL. R7 ;4S7]<|g 
T5y»XH=^ H3»r'&i9, Rs ^5 
[if*«4] TIBS (I' ) 




X' ii-o-Xii-NR^" -^MM^-^s R^ 
*V^t4Ri' :/nbVva, TU/V 

^mBfeb. R3'(l*igJSi^^«»b. R4" -AiAmm 
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mm. 

im^md] 2- [2- (4-^nin7 3.r:^/W) - 
5, 6-i/^g=-;V-4-t:°!J 5vJ:^/VT$/] -N-^ 
9^/V-N-7in:=;VT-tr hT5 P\ 

2- [2- (4-25'Pn7in:;^yV) -5, B-v^^^/V 

-4-t°y 5-:^=/i^T5: /] -n, n-^^t'd tf/wr-fe 

2- [2- (4 -i? HP 73^=71^) -5, 6-i^^5^/W 
-4-fy 5-:?=/I^T5: /] -N, N-i>3:^/wr-fe b 

N- (4-^nn73i=^7V) -N-pJ^;W-2- (5, 
6-v'7<5^;V-2-73i-/V-4-fc°IJ ^i?— /WT? 

2- [2- {4-'^T3'ay=L=u/V) -5, 

-4-t°!J 5 v?=/VT5 /] -N- (4-:7/l':^n7a: 

-/V) -N-7<f-/VT-fe hT5 K. 

2- (5, 6-v^7<f-/V-2-7 3^r^/W-4-t°y 

=/vrs;/) -N-7^:^/W-N-:/c2 tVV-T-tr hT$ 

2- [2- (4-:^nn73::^/W) -5, G-i^^^^/W 
-4-t°y 5v^:::^;VT? -N-3^^/W-N-7i^ 

2- [^9^/1^- C2- (4-^'PD73i;^/V) -5, 6 

--:>'^f-/w-4-t°y T5y] -N-^cn::^ 

^5^;V-2- (4 - b y 7;l^:^py /w) -4 

-t°y ^ v'r^/P-T? y] -N, N-i?7°i3fcVVT-fe 

§ $ 5 muMm^ hfi^ urn. 

[i»*56] 2- [2- (4-^nn7a.r:^/l') - 
5, 6 -v?7(9^/V-4-b°y 5 v's^/VT?/] -N- 

[»*a8] 2- [2- (4-^nn7:i.^/W) - 
5, 6-^^y<^/l'-4-t:°y 5:^::^/VT5y] -N- 
(4-7< -N-y^7Pr-fe hT5 

[it*3l9] tl*JSi~5©v^-f^x;4^i3li-|BacD^l: 

[lt*3SlO] 2- [5, 6-v?7<^/V— 2- (4- 
b y P y ^ =-}V) - 4 - b° y 5 'y=:.;vr 5 

y] -N, N-v?:/i3b7VT-fe hT5 KXft^O^feae^J 



mm, 

[it*JSll] N, N-i/7<5=-/W-2- [5, 
7<5^/V-2- (4- h y 7/V:;ti3^f^/V73:r:^/V) -4 

N, N->'a^;V-2- [5, 6-v^y^;V-2- (4 
- h y y/P::^ n y 'f-fVyz^ =-;V) - 4 - t° y 5 'y=-jvr 

5/]r-fehr5F. xt52- [5, 6->? 

^^/W-2- (4-by7/P;e-n^^/P73i=/P) -4 
-t°y5i^=/U] r?/] -N, N-^^T'a tVPT-fe h 

mm. 

[0 0 0 1 ] 

fr, M(^i¥L-<}4 2-73.r^/V-4-fc''y 5v?^^/VT5 
/ a5^Xfl 2 - 7 a: 4 - f y 5 -J^^}\'ir^\/-%9s 

[0 0 0 2] 

ocO'<>'y~v^7ift:°>' (Si,T, Tbzj i: B^fB-f 5 t 

2 ) J r^fiS (0)3 ) J ^^yV^yr^^:y^m^ 
}i^-^i\.x\^-^ (OT. ^n^n rszo)! g^ffj , 

i/yTM®$ h:3VKyT)jf}C#<#ftL, 

xnVCTHDOC) ^-^O^-a-fifeSif&f-^WS^^S 
7-r57BgK («T. rcABAj irB&IH-fSr 

iilil-,^#^-^X.5i:#X.e>|xTV^5 [Romeo, E. b, 
J. Phaxmacol. Exp. Ther. , 262, 971-978 (1992) # 
M] „ 

[0 0 0 3] ^Bz^m^^u mmmBz^^m-M 

i^xmumicm^^^Tjk-rit^mt. mmm 58-20 
1 7 5 6^{i:mxm^^tirsxm. ^fffmmmictov^r 
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[0 0 0 4] #BZ'fl'i?&^*L. ^mmBz^mmm 

X.«. #HBH6 2-5 9 4 6-^<&«S0WM¥2-3 2 

#ISBS6 2-5 9 4 6-e-<2^«{c{*. TfaST^$ti.6r 

[0 0 0 5] 

[ft 5] 




[0 0 0 6] c^tp, Aitrnm^i-xn^cH-^^ 

1 ~3 C0T./U=3r/Wt L< ^4T/^::' 

mm^iitcy:^:^;u^mh. m-x- (CH2 ) n- 

(CHR) m-CONRi R2 fiB }CM LT^/l^ b 

fi/<7fv£SrKG-5ix-C*?i9 . Rtt7K^*7c:J4M*^;^5 

o -r t * fc o -c V ^ T t i < , i 

~ 6 oH^t L< i4i^ft«^^«T;^=3r;^, 3 ~ 

3 ~ 6 5 7 3: =^/vr^V^/V^ L < [4 v^^ n T/U^/V 

T/V=3r/K *fc(4-Slg-&;a5^*Ji!C^(cMbT 1, 2- 

t-^i^^£o-c, fnyv'v, ^/wjj^yv 
4fci45^:^-^/v*:Uy«SrJi^^1-5::fct-et, Xi4- 
CHR3 -NR4 -so-, -SO2 -, 
*fct4Wjt^S^L, R3 }4*mil^^*fcf4^^1:dSi~ 
3 ^Dr/^^/^SrS^ L, R4 (4M*»:ei5 1 ~ 3 <DT/w^/w 
^*L, mJ4 0*/-cJ41 t?fei9. ^:LTnt40, 1 ^/c 
i42-t?fe'9. mL##tLT. X;4S-SO-, - S 
-*fc}4-NR4 -$r^^-rB^p(Ct4. m+n(D^mi'Pf£ 

T-tr^ LT Z (CP LT/-?7^B(::fe5 Wr(::i4. 

X(4-CHR3 -r'nf£<. ^tLT. a^s^ch-^^ 



[0 0 0 7] iffM¥2-3 2 0 5 8-^i5j«{;i{4, TIES: 

T**$tb5 4-T5y-3-*/V#>v'=3r7 y ^-S^i^^ 
>■ t' h n i t/^ >- B z L«?0 

t4f&«, * fc f4^g3£^rof&«(Cffiffl T' 1 5 t IS« $ n 

[0 0 0 8] 
[ft 6] 




[0 0 0 9] [^^. Ri doiU^Ra t4^lxm*«, 
Cj -Ce C0r/l^=3r/V, t)L<i4C2 -Cg (DT;V^=:. 
/K t< (4-i>'v';Vd^t>51ttti5/5i\ ■£fci4 

Ri*3J;(D«R2 !4. ^^^e.^s^-&L-TV^5gpgiI^i: i: 
C4 -Cg colSftS^a^rfl^fijcL, R3 i47K«, 
Ci -Cg ror/l'^/K 7 3i::^/l'*fc}4C7 -Cg <D7 
:nc^/l'r/V'^/l'^>e)®«n> R4 }4*m. *fc}4C, - 
(75r;^:3r/^^>b^im, Rg dSiU^Rg i*^ ^il^ 

L< ^4/^^yv, Ci -C3 roT/v^f/i^fcb 
< \iT;u=i^'y^ - hi3%L<i4hy ;^ ^'^v^i^ 

ff^figL. Z(40R7 Kt^R^ i4***fci4Ci -Cg 
©T/Vds^/W;5^e)Sfitb5] ; NRg Rg i^^. Rg *d 
iVRg im. -C4 COT/V^/K 7' 

a:=^/Vt>L< t4^:xv?/V;i^P,]l}ftl5] ; Ci -C4 CO 

T/V^/v ■ -<yp;v ■ MiIS^^*b. 4fci4*$;'=CV^ 

C4 -Cg ©ry— /t'-c&So Rio(4**. Cj -C4 

cDr/i'^/w4fc(47^=^/W (fcfcL, Z^s^Vv'/l^Sfc 

i4r y-/^-e>'^V^tt, R3 (4H-t?/iV\ 7:n=.7V*i3 

<ttJ«'<>'v'/V*i±/M2y>', Cj -C3 (DT/Vsidfi/, 
r/v^/H5L<}4^;fr/i'^>'K Y^jyjvirxi 

rt?r/i'^/i'*5j;t^ryp3^->i4ii:«. ^e^. m^xh 

?.) „ nl40, 1, ^/ti42, p[40*/-c[41. iSi:Xl 
tB-§-A, B, C, D® lf@{4N-Cfei9. ^cO-fl!lt4C H, 
*fci4A, B, C, D;iS^tLmCH$r^-rc ] 
[0 0 10]—:^, 2-7a:-yV-4-b''y 5:;?-7VT 

5/si5^^#i-5i^^T5 v'mmwm^<-^-f)^^hfix 
v^5„ ^yx.«. *ii!i#fFm3 6 3 1 0 ^Q^m^mK 

(4. 2- (5-v'Ty-2-7a;-/V-4-b°y S>>r:^ 
/PT^y) T-fr hT5 KJ-ft^^tu5ft-^ft;5S5-T5 
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y-2, e-i^U^-TH-t'wa [2, 3-d] t°y 

^i^iymo^f^n^mwt LT. *a!itfFii3 e s 
1 04 5-i-BJ!»#t(42- (s-vry-e-^^/vT 

5/-2-7a.=/V-4-t°IJ ^v^r^/VT?/) T-feh 

t°nn [2, 3-d] t°y ?v>VaW'a-^cf,^<2t:i;UT 

(cov ^ T it ^ < «1lr $ ixT V V \ 
[0 0 11] Pharmazie, 43, 537-538 (1988) 

2- (5-r-fe9^/'l'-6-;^^/k-2-7cc;^/U- 
4 - tf y 5 -N- (4-^'nn7cn;^/U) 

r-fehr? KS.t^2- (5-r-fe^/v-6-^^/w-2 

-7 3:-;v-4-t°IJ -N- (4-^5^ 

ti^s. [2, 3-d] t° y 5 v^>-f|jSf*(D^figt 

Wf*i L-C|E«S^^-CV^2)„ Sblc. 2- (S-Tir^^ 
/V-6-^^/V-2-7'3;:=/V-4-t°y 5v?r^/U^ 
■t) -N- (4-i!'i3n:7a.r:^/V) Tir hT5 KfiBaci 
llus subt i 1 i s LT ^^-r ia« ^ jxT V ^ 
5„ 

[0 0 12] 

[»0^^s)?l*UJ;5ti-5iS®] ^bj^?.!*, bzw 
^^»5'<<iimW^^i^afc|g*, miS^ (I) T'« 

[0013] 

[liS^«*-r5fc*wT-gl 4s«0J]{cJ;ix{S\ TIH^ 
(I) -C^|g$tL5S^T$ m»#:&0^©^aWicfF 

[0 0 14] 
[ft?] 



C— CH-CO-f/* 




[0 0 15] X}l-cr-*Xt4-NR4 -^E5fe 

[0 0 16] 
[ft 8] 



[0 0 17] (SltfJ, Ai4J|i|g-^. -CH2 -O- 
Xft-NH-^s*L. R^^ :St/Rb (t^-Xtt^^io 

■l-'Stt, 2e&t;!3&(75Mmi^^tR^ SU?Rt, 
-^(C/^o-C7:n:^/W#^?^^L-C'bJ;V\ ) R3 (1* 

/wS^as^L. R4 !±**M?-Xt4e^T;v=3r;v£4rfi 

M?-^t/^*J®^t-||(-?'ioTfc°n y v=>\ fcv<y 
VXi*2, 3--yfc Kn-lH—f^-K-zv^STf^Jt 
Rg tt*SgS^, ffii^T/V=if/V«, {i®T/K;rrz/w 

SS, h y y/^J^^y 5'-/i'|E3ir±#iaj^fc L< !±iSJ$J--7.-n 
T- (CH2)n- (rr(C*3V^-C. n«3, 4, 5X« 

^ ^/V*, t F n ds- i/*. T 5 y ^ / t> L < }4 

Rs f±7K*J®^. /^^^VIg^, imT/u^/umXi-ii& 
[00 1 8] * (I) -t?«$ti5{t:-a-ft«^a&«]J::fF* 

it^©*-«^i£;as^tf Pj^So S: (I) -tr^^tiSft^ 
[0 0 1 9] ^ (I) cofb-g-tid. :^^t-J;i9 ltl£iJi 
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[0 0 2 0] :^mmm\^fs{-f^mm^urimm-ri. 

[00 2 1] WT/v^/vmRxmrnr/u^/i^M^ii. 

d^^tf fenSo Rg , R4 , Rg , Rg , R7 ^t^Rs 
ro'^SS^r/^:¥/^Si: LTiSM^i^^^* 1 ~4 cofc<Z);iW 

^ 1 ~ 4 ®r;V=3r/V*Sr©i* L, 'f?(l^!l n yu t°;V 

mmfhH^o r/ND^ys^^j ttt, 7 5^^. mil. 

[0022] f4¥m.m-hv<\mmy:^^z^mi tix 

(Ci~C3 ) T;Vdr/VT$y. v^T/Sti?- bn;ii^f) 

5 1 fi3l « 2 fl-C»m S V ^-C % J; V ^ 7 a: -/V 

S?rE*L. 'g'Jx.fi^ai^^/V ; 2-, 3-X(44-i?i3 
D73.=:/V;2-, 3-X}44-7'D^7a.r:^/l' ; 2 
-, 3-Xid;4-:7/V:^D:7a.r:i/V ; 2, 4-v!'^'nn 
73:=/V;2, 4 -v'T'n^^a^ri^/V ; 2, 4-v?7/V 
:tl=t73:=/V ; 2 -, 3-X{44-^9^;W73xr^/W; 2 
-, 3-Xlt4-/ h^i^y ; 2-, 3-31(44 

- MJ 7/V:t-ti^^/V7^=^7V ; 2-, 3-X(44-T 
$/7^=^/V;2-, 3-X(44-^^/Ur5/7a.^^ 
/V;2-, 3-X(44-v=^^>'l'T5/73i^/W ; 2 
-, 3-Xi~i4-i^T/7::^:^/U ; 2-, 3-X\t4- 

[0 0 2 3] 

[^i;9] 




Rb 



[0 0 2 4] ±m^r'm^n^M(DM#-mt vxn. ± 



LTii. 4-Xi43-^on73i=:;K 4- 

Xf4 3-:/c2^7 3:r:^/K 4-Xit3-y/V':ttiy:r.:=. 
/K 4-^ h^>'73.r:i/v?rW5r t^ST'^So r^tf^ 
Bm^5b<f4Bm7^=/v (is®) T/Vde/V«J t{4, 

v^5!g^SgJST-icl~4cDr;v^/vSSr*»L. ^r|x.{4-< 
^-v'/V ; 2-, 3-Xli4-^nvi^>'iy/V ; 4 -:/n 
^-O-iz/P ; 3-X(44-7/V:^-n'<:/v=/V ; 4-^9^ 
/\^^:yi^/V ; 4 b^iy'<>'i:^/L' ; y ; 2 - 

[0 0 2 5] rt KDdfiy (^g®^) r/u^/umi fc!4, 
t Kc ^i'S-ca^^ixfc^mJil^fc 1 ~4 <DT/^dr/^ 
Slric^L. Mx.«. fcKndf->^^;K 2-fcKndf- 

/Ncyv, Ci T/T^^/URUC^ ~C3T 

^iXii^ hm\m?> 1 2 :nrz/Hf|3^^SB 

^/V;2-, 3 -3?.i4 4 -i? n n^y-:;/V:t=3r>'^f^ 
7W ; 3 -T'n^^yv^/Vr^^^v'^ ^/V ; 4 -7/V:tn^ 
i/v';V:^:3f.cyy . 2, 4-X(43, 4-v'^nn^ 

/W; 2-, 3-Xf44-7< h^v'^Vv=/W:t^v'7(^ 
/W; 2-'<^^-5^/l':e-^->3ig^/l^;a5^(f bttS. TT-^/I^ 

if*. K#gJ[Ii^ii:2~4wr;w*7^;PSX}4/M3 
Ci ~C3 r/U'dr/U-^5L< }4Ci ~C3 T/I^3dr 

«Tir^;w ; T^n ; ^^^4)^ ; 2 -, 3 -X 

(i;4-^nn'<>-yV/W; 2-, 3 -3?:t44 
vyV^W; 2-, 3-3^}44-7;u:ti3-<yy-f;v ; 4 

S?rS*b, Fyx.(4*T-fe b^rv^y^/v ; ^i/yV/V:^=^ 
4-y ^^-i>-yV/^:^d^^y^^/^ ; 3-7- 
p^'<;yyV/i':^-=¥v'7<'3^/k ; 4 -y }Virn^y9 4 )V 
ir^-^:^ ^/v ; 2 -:^'f-fV^-y-/4 fVir^^y:^ =f-;V ■ 4 

-^Ao^T/v^^iyxmrn-^^tzmmm^ i ~4 (dt/v^ 

/K 2-yb^>-3i^/K 3-y b^v-yptvp^is^tf 
[0 0 2 6] r^y t l<(±v'{S®t/v=¥/vt5/Sj 

tf4. ^^iS^-^l~4 0T/V^/VS^SlflX}42«« 
mLTV^5T5ya?r«*L. Mx.tfy f'/VT? y. 31 

^/vT$y. yphVvT^y. i?yg^/vT5y. 
/PT 5 y . v?y" p tWT 5 y . ^^^/vy ^/vr § y 



5 / mr^mm^nfmmM^m: i ~ 4 wT/v^r/ws^^ 
-pa^ffr s: /7(9=-/K 2-T5/^^yK 3-r 

S; y tvv^s^ff e^tiSo r^/ L< f^v^ffiftT/V- 
dr/v^/w-^^^/vSj til. mM^*i~4cDr/v^ 
/^S 1 fiXf4 2 fiT'«g|$^xfc;&/w-<^^/kS^S« 

4 -7<5=-/V^Vv'/V::^-^v'*/V#'::^yW. 4 

^y;vm\ -eem $ ntzmmu^w i ~ 4 ror/v^/ws^ 

[0 0 2 7] 4;«W(-#^^5'ft;^iii<o5*>-e^iS^ii>co 

[0 0 2 8] 
[^b 1 0 ] 

4. 

[0 0 2 9] A' (i-CH^ -Xf±-o-^E 

[0 0 3 0] R5 ^5:7K*if^^ eiiT7V^7VS. k Kn 

fef^. X. R3 , Rg . R7 st/Rg ^smrJii-l^C'b© 



5, 

[0 0 3 1] :$immim.t>?>ih^^<D 5 ^.r'MMfii/<c 

%cot±, S; (I) icidsv^TRi RX^Rz i^m-Xltmti: 

ry/P*X(4v'^t3 7"ntVu^f-/vST-&i9. R2 

/c^cnC^/WS-efeD. Rs^^^mm^'^h'O. R^ 

(IRg ^t/Re ^S-^(c;^io-C- (CH2 ) 4 -SrJigJt 

-efcf). R8:a5;7fcjsjg^-e*5 9 . xslO!R4 tmrnf^^m 
[0 0 3 2] — ^ ( I ) ^-^3v^TX 

^s-o-Xi±-NR4' --efc^. Ri S:tJ«R2 

;a\ Sv^fiRj ^M^/vS, T'PtWS. r 

t) . R3 ^5:;j<igj[^^-e^ R^' 7!,t^mm^. ^ ^/psxt* 
(42, s-i^tvo-iH-^yv-^m^ms^h. R 

ny^/vS, T$/SXi±-hna-iffei9. Rg ;JS7]<jg 

jgT--e&'9. R5 Au^Rg ^sji:ftj(;:37ii-ifc^i©t^i:-e 
5„ 

[0 0 3 3] m\mws.\'c^mh lt}*, rte^ 
(I' ) xtt (iM r'«$tt5II^T? 

[0 0 3 4] 

[^t 1 1 ] 




[0 0 3 5] (^tfJ, X' }±-0-X}4-NR4" -Sr 
/P*. Ty/vSX(iv'^P:/Pt:VV7<?F-/vS&. R^'d 

7 a: ^/VmyJit 4 -/^ P <f / 7 a. -/V^Xii 4 - 7< h =3r 



-7- 



R4" u^mm^. r 

[0 0 3 6] 

[fbi 2] 



Hl^-CHa— CO-l^ 




[0 0 3 7] (^tfJ, Rg' fi^SMT-. ^ ^'^VSJitt:!^ 
Ri\ Rg'. R/^WaiC^Ct®^ 

) 

[0 0 3 8] mc»mf£ih-^¥i)<DM.m\t uxfi, mx. 

[0 0 3 9] 2- [2- (4-^nD7=:=^/V) -5, 
6-v'^f-/V-4-t°y ? v^^/WT$/] -N, N-v> 

[0 0 4 0] 2- (2- (A-^tiuy -5, 
6-v'^9=-/V-4-t°y ?v^=iyVT5y] -N, N-v' 

[004 1] 2- [2- (4-^iaD73i;^/V) -5, 
6 --:>'7<f•/^-4 -t°y 5-i^:^ykT5y] -N-^f-^l- 

[0 0 4 2] N- {4-^X2uy:i:.:=.;U) -N-^f^7W 
-2- (5, 6-S?;'i5^/V-2-7 3L=i/k-4-h''!; $ 

[004 3] 2- [2- (4-^^0 13:73:=^/^) -5, 
6-v?7!5^/V-4-fc' y ?v?:=/VT5y] -N- (4- 
7/V:^n73:=/V) -N-^^/VTir hT$ 

[0 0 4 4] 2- [2- (4-^Dn7rn=/V) -5, 
6-J>7<^/V-4-t°y 5v=:^/WT5/] -N- (4- 

[0 0 4 5] 2- (5, 6-v'^^/l'-2-7^^/V- 
4-tfy ^v^^/VT?/) -N-7:n=:./U-N-7°nf 

[004 6] 2- [2- (4-:J'Pn73:c^/V) -5, 
6-i^^^/l'-4-fc°y ^-✓'^i/PT^y] -N-J:.f-/W 

-N-7 3i=/pr-fe: $ H\ 

[0 0 4 7] 2- (5, 6-i??i=f/U-2-y:r.=:./U- 
4 -t°y 5;i/-7V:tdr->') -N, N-v^^n bVWTir h 



[0 0 4 8] 2- (2, 6 -v'7 3i=^;k-4 -t°y 5^? 

[0 0 4 9] 2- [5, 6-i/7<^/t— 2- (4- by 
7/V:*-n ^ a: - 4 - fc° y 5 v'^/VT 5 / ] 

-N, N-v?:/n tWTir hT5 H\ 

[0 0 5 0] 2- [2- (4-r?/>'a:=/V) -5, 
6 - v^t! ^/V- 4 - t° y S; i/^/V:^^-^] -N-^^/V 

[0 0 5 1] N- (4-^'13D73:=/L') -N-^^/W 
-2- (5, 6-i^^5^/L'-2-73:=/L'-4-t"'y 5 

[0 0 5 2] 2- (5, 6-i?;;<f-;U-2-y:r.^;U- 
4-t°}} -N-7i=;w-N-7"nt° 

[0 0 5 3] 2- [2- (4-^ni=i73i- 

/W) -5, 6--i?/5"/l'-4-t°y 5 v'-ZV] T$y] 
-N-7a:=:/V-N-7°nfc!'/VT-fe hT5 Kc 

[ 0 0 5 4 ] ^ ( I ) ®ft:-g-i^li^*ix5ft:-g-ii)W:ftf2^ 
mt LT. «IB«Ji6M®ft:-^i^};:*x.rTfa« i ~ 6 t- 

[0 0 5 5] 1 ~ 6 ^mmtim^ 

[0 0 5 6] Ac : r±^/um. 

Me 

E t : 

P r : tVwg, 
i-Pr : 4 yyr2t°;]^ms 
B u : 

i-Bu : 4 V-f^!\^m. 
Ph : 7 3:=:/VS„ 

[0 0 5 7] t«eor, «X.«Ph-4-Cl }44-^nD:7 3: 
-/V*. Ph-4-Fil4-7/V:ti373:r::/VS^*-ro 
[0 0 5 8] 
[^b 1 3 ] 
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[0060] [0 061] 
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[00 64] [-ft: 1 6 ] 
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[00 6 8] ^ ( I ) 

[0 0 6 9] ma (a) 

St (I) i^*3V^T, X;JS-NR4 

ES; (II) 

[0 0 7 0] 

[fki 7] 
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[0 0 7 1 ] [^tfj. z imfm^ximmm^MM 
5o ] x-m^ii^it-^mtrm^ (m) 

[0 0 7 2] 
Utl8] 



R4— NH-CH— CO-HS^ ( III ) 

[0 0 7 3] Wtp, R3itt*ife^. ffiST/l-^/l'S 

L. Ri . R2 SLt/R4 }imlJllc|l|CtcoSrS?fe-r 
[0 0 7 4] S:(II)^c^oV^rz-^:-^;^^5S^.ilJSi^xtt 



©*sgM^ hMcHz (DW^xmm m 

[0 0 7 5] ±.B^ (II) ^t^S; iJU)<DRg^RURs^ 

i>/i-:t=^>'//>pi/btL5<, (II) (cSoV^TRgi-^-^S 

4->'/l':^-p^>'i>/l':t=¥v'*yV:^^'=^;VT5 4 

(II) ^r;^3^^■rR5l-e^^$^^5^*a$^^fc*/^5}^^i>'/^ 
J; I? Eft b#5i^»Sr-ift«$tt/c*7i-*>^wwS3l« 

[0 0 7 6] S;(ii)-e^$tL5{t:;-a-ifetS;(iii) 

[0 0 7 7] ^«©;i:#:Fjt LTfi. YJV^y, ^'yV 
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tR** y ^7 a © i 5 ^£i55^**T/v* y . h y ^^/^ r 

i^2oo t;-c, Iff* L< (4)^1100 "C-i^iTo t;-efc5„ 
[0 0 7 8] i^feitproR3i^t;5/xf4R5i;*5^ilS^ 

[0 0 7 9] ^Jp^^^ftfii^s-^tctj^o rtT 5 ^ i: ffi-^' 
[0 0 8 0] **P7K5>«(4«-a;f^ti^oTtT5 ii^s-e 

t . ;t a s * rm^ 'p vmviix (4itstt*# t i^* t 

5, m<D^^mbhx\^. mm, mm(Di:.ofimk. ^ 
m, mm, ynt-^ym, y^<ym^i:ofi^mmffi^ 

/mitij y ^'i.w i 9 /j;*^f[:r;w* y . h y 5' 
[00 8 1] mmt^mnDi-i. mx.\tTm^ m 

[0 0 8 2] 

[fbi 9] 




[0 0 8 3] Y(4K#Jfe^Xt«Mi^^-^E* 

L. Re . R7 slu^Rs immKmzh<D^MM 

Xi-±:^^i^7i-^~Mt-r^ r t (c i 19 K^S-ra r t i,^x^ 
[0 0 8 4] /NP^Hiltt. «x.tfS; (IV) (D^t^mt 

ttii^tft^^So ;^/V'*i^/Hbf4. 

fjx.«5S: (IV) ^>l^ov^rY^5^*Si^r-fo5<b^!^t;^ 



- b/Va:>-;^/V/J^r::/V^ n y H\ b y D ^ ^ >-;^ 

/i^*r:i/vy n y H\ by y ^ 

[0 0 8 5] mmm'S. (IV) (4rt^Sg$^TV^5«\ *V^ 
(4g#:<&^C0:^S;, ■^llx.ifj. Am. Chem. Soo. , 74, 842 
(1952). Chem. Ber. , 95, 937 (1962) Sr/J. Org. Che 
m., 29, 2887 (1964) 1 > 2 0^:1/4 

1 (1) ~ (3) \mm<Diomxn.^fihKw^fz:)sm 

[0 08 6] 5 '^> 5 -:^roi^i|£Kt;-a-ti-efe 

2-3 2 0 5 8-9-c^a^mcSlS##«it|4 5. 5 

7 0 i^fsaro^SiXiirtibfciptfc;^)*};^ ^Kjt-t- 
[0 0 8 7] (b) 

(I) ^::*3v^r, xt^-o-xh'o. Rg ^^^KsgM^ 

T'foSft^ifetiTtBS (II' ) 
[0 0 8 8] 
[^Ii2 0] 




[0 0 8 9] \t/^^yM,^^mM\^. R 

Re ^ R7 AO^Rb ritir®}c^Dt>roSrs«i- 

) X^^fhMt^mtrUr^ (V) 
[0 0 9 0] 

[^1:2 1] 



HOCHa— CO-IHj[* 



R2 

[0 0 9 1] (xt^'. Ri S:tKR2 {±mS}-lHlC%co^ 
[0 0 9 2] (II' ) mt-^mt^ (V) CD-fb-g-i^i 

e^^d-^f-^-. g^^i5"^K v'y^'/VJ}^ 

/WAT? K. ■i>y^/wy;/wi^^v' K:d5^(f b^x5o 

t \.x\±iKmit-r h y t> A, by ^^^/vt 5 mk* 
|f)-iot;~^i50 °c-^\ L< (miot;~^70t:-ffc 

[0 0 9 3] ^mm^<DR^,imm^^^-f^Wi^\^ 
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[0 0 9 4] MMit-^m (V) (i. 0tJx.«TIBS; (VI) 
[0 0 9 5] 
[ft2 2] 

ROOC-CO-hT (VI) 

[0 0 9 6] (S;(fi, R^mfeT/^^/^S^Sl*L-, R 

[0 0 9 7] (VI) ©-ft^-a-itxDMTcft. p< ^ y — 

[0 0 9 8] mmi^W (VI) !iS^*:<&^®*ffiStJ««|B 

##M 8 1(1) \cmm(D:^mxn^i^h \cm cfc*-& 
[0 0 9 9] mm (c) 

St (I) ^^*3v^-c, xt^-o-x-h?>it-^mtrw.A 

(IVa) 

[0 10 0] 
[ft2 3] 




[0 10 1] (A'p. Rsi. ^6 ^ R7 R^Rb titfrS 

(VII) 

[0 10 2] 
Ut2 4] 



Zr-Aft- 



liH-CO-t^J'' (VII) 

[0 10 3] (S:(p. Zi ,"^1 . R2 RxiRs^itwm 

[0 10 4] S; (lYa) Ojt-B-m (Yll) (Dit^mt(D 

Rmia-±. msmmm (b) xm^fzmm. mm. Kmu 
a^^^o* r t i)^x^ 5„ 

[0 10 5] ^^W(DRa,RXl/X\-iRB,i)^^mm^ 
5„ 



[0 10 6] S; (vii)®{l;-a-fei4. S#;<ii^o::^aJ. 

x.«#iseg 6 2-6 4 ^{iinM.mmmmmi s 3 cub 

[0 10 7] (d) 

S (I) cDft-^t)(4. TE^ (VIII) 

[0 10 8] 
[{112 5] 




i^^. X. R31. Rg,. S| . R7 st/Rg nwatc 
p^^^tTias (IX) 

[0 10 9] 
[^112 6] 



>P1 

"N,^ (IX) 



[Olio] (S:tf, Ri S.05R2 {4tir^}^iHiDt><z)Sr 

[0 1 1 1] (VIII) (DfH^tiroS^SttSl^frirLT 

/w) , ffi143i;^x;w, ^it**, ^^^7-f K (#{c^^ 
K) ^WSri/i^-etS. Stt^^T;v©fl:#:^J 
t Lrf±p-=^ hn:7a:r:/Wa:;^7^/W, 2, 4, 5-h 
y ^ nn73;=:/V3ix','r/v, N-t KD^i/:n/s^^^ 

p /ummr y -/u^z ;^ r /i' t (^s-a-^^ifei. y 
mi)mf^fi?>. ^ (VIII) (Dit-^mm^m^^^m^ 

KU. N, N' -v=v'i5'P^^->/k*/P>}fv=-f 5 K, 1 
-it?^/V-3- (3-v?;^^/VT5 y:/t2bVv) 

/V, N, N' -*/^^j?-/^-:;'3/^^K-f 5 K, i -31 h 

dr->'*/VjJ?c^/V-2-:iih^->-l, 2-S;'t Kndr/ 

y^-, i/7a;=/V7)^;^:^^y/vTv?K, yp/-^i/*;^*>' 
^M*!^, -o-y b y Ty-/v- 1 --f /v::t=3rv'- h y 

;^ (v^^f^/l-T^y) = • -xdr-y-y/V:^n* 
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[0 1 1 2] (VIII) cft-a-i^xd^oSiSttfl^^t^ 
tS; (IX) ©fb-g-ifetroSisSft, J^^gf Xtiil^liTi^ 

N- y y ycD J; 5 ^'.ef ^itS^s^if fbt^S 

ifi. S: (IX) rofL-^^roiifiJfi^-lfcfesrifc-tr-tSo 

iil-SStl-30°C~»200 »4L<(**^-10t:~*^150 

[0 113] ^Jtfe'proR3iXU5/X!lR5i;iS|S»S^ 

*-rs*e-j^}4. (a) ra^a-t^^jcLTip*^ 

5„ 

[0 1 1 4] 5S; (VIII) \z.%s\^-^xxfimmwi-x-h^\t 
^m\±. «x.f«wsMffi (c) fii^j®5t^5rt;is-e 
t5o SP*>. SHIB^i (IVa)Wfb'^ifei:TIBS; (X) 

[0 115] 

[ft2 7] 



[0 116] ^rf'?~f??'^Xl/l(JW«i:i^Cfc 

®^«!*1-5o ) T'^^tl.S'fli-g-i^t^SSlS (c) -e3* 

[0 1 1 7] ^ (X) <Dit-^mmim^fix\,^m\ s 

V ^ f4 g #:<^*a J; i9 K5t-t- 2. r i: d^-e ^ 
[0 1 1 8] (VIII) {C*3V^TX;iS-NR4 -T'S$ 

nSft^feii. M;t{ifflwSKffi (a) (ci ^Jf|3t-r5^ 
fip^. (II) W^C^^tTIB^ (X 

I) 

[0 1 19] 
[fli2 8] 

HM— CH-COOR' < ^' > 



[0 12 0] (S;ttJ, R' JHSaT/^=^;PS. ■O-v'yi- 
SXi±^M3^V. yf-/vS.tKy Y^'yf)-^hm\ih.^im 

[0 12 1] xm^i\,^i\L-^mh^mm (a) T'Ji-^fc 

[0 12 2] S; (XI) cOft:-^*i4rf3lK$tiTV^5:4\ ^ 

V >f4 g fr<i^^nro:^ffi(r j; ?) Wkf 5 ^ ^^r- 1 So 

[0 123] nm (e) 

/w^/i^ (teSi) r/w^/w*T-fe§^ (I) (Di\:-^mn.. 
TIES; (XII) 

[0 12 4] 

[^1:2 9] 




, R 



7 ^U^Rg (4tfrm(-I^Cfe<©5r««-rSo ) T'«$tv5 
^t^ifetTsE^ (XIII) 
[0 12 6] 

[-ftS 0] Rii-Zi (XIII) 

[0 12 7] (5^4". Rlli4^g;»T/^^;^S. &.rjv 

[0 12 8] -e^$tt5fb-a-»i^SJi;$*. i^mvcit'. 

[0 12 9] S (XII) (XIII) Wft-g-i^ t ©SJS 

(4, air, ®5!|^^««tt^-tf*5tl.5„ )§«(©B,f*^l|tL 

y^/l.a:f^/l./rh>-<;3j;5/i^rhi/5g, ^rf-^ CO J; 
ofi^^-y'/^m. ^J)^f-;\^-^-;VJ>.T^ Yi^m-fhii^. 

fi|iL-Cf4. $1^ (a) };:SB«L/c^£St)?7fclS'fb:^h 

m^^^m\-cx.'omf£^f)t^ a^i^ot:~*^2oot:-t?. 

mstr^^ft^hy ^i^^ffl^^5»^tt»*L<tt»o 
°C~^50°C;5W4bV\ 
[0 13 0] ^fefig%tp«R3 ^U^/XiiRs 

[0131]^ (XII) ©fb-a-^fi. ifltBM?£ (d) Kio 
v^T. (VIII) cofk-^JtitR, ;as**ig^-t^-fc55i: 

(IX) oft-^t)*Mv^5rt(cii9»5@-r5^t:as-ft 
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5„ 

[0 13 2] S; (XIII) (D^t-B-mt. <fim^nr\,^?> 

[0 13 3] mmn& (a) ~ (e) ^mm-r^m-B-. 

(4\ S: (I) »{t:-a-%«-$l5tmT(c^-r;^i£icj;oT 

[0 13 4] S; (I) ^c^3v^-CR5 ^sr^/S-efeS'ft; 
-a-ti!*. s; (I) ^c^3^^•rR5 tt^vnm-<^h?>it^m 

-r. 

[0 13 5] 5C (I) {^SoV^TRs /4STv';PT5;y£-e 
feSft-a-tlf*. 5t (I) ^C*3V^TR5 ;*^T5/s-efe§ 

[0 13 6] ^ (I) ^c^o^^rR5 Kd^^v^ (fi 
2. r i: d5-e# , - (D:ifm^^m(Dmmm 1 2 7 

[0 13 7] 5C (I) ^c:^3V^-CR8 *5fc Kndr^>-s-efc 
S^b-a-tifi. ^ (I) ^C^5^^-CR8;4M h^^v^S-cfo.s 

[0 1 3 8] tulB«-»SfCi9#e>ft?.±)*t)i4. 

(I) (Dit^mt. ^mimox 
[0139] ^ (I ) (Di\:'ts^<D^m±i^m^m-i. ^ 

t^X^6o 

[0 14 0] 

(DwmK-D^'xmm-r?)t\ ^mmu^nib (D^mmi^ 

mj^^th^i^(DXitfj:\i\ 

[0 14 1] umwn : ^'ffi® (<Bi , ) 

Stephens, D. N. FjCD;^?^ [J. Pharmacol. Exp. The 
r. , 253, 334-343 (1990)#|fJ (CipSlL. B Z cOg S 
«#:|g^!^KXtFS»l*:JR^p"p«llM(i. Schoemaker, 



H (Dl^^ [J. Pharmacol. Exp. Ther. , 225, 61-69 (19 
83)#fi] iJlipit LT tf o fc„ , St/ ft) 3 »S 

(cu, ) . (6)2 ) Ximm (C03 ) ;4^b^r^x^' 

[0 14 2] /hffiXit*fi(-20{$^§(Z)7K(*^LfcM«« 
(50 mM ^-^^y-mMWM. pH7. l)SrJPx.J}^^v= 

-^--fXLfc^. 40,000 gxis'^rm't-Lfzo ^^^ntcit 

fs^ffb/co wmttm^mmWi. mmrnxm^'^'bLx 
nhtitcitm^m-^nmMmmm i (120 mmt-r h v 

'ft:-^i/^>"J'ASr#tp50iiiM by;^-«KlirrR pH ?. 

4) [Z.mM (1 g MSS4/40 ml) Lfc^>(D4rB Z ft)i 

'»li(c20ft«®7k?^Lfc^^^«ffl|»«?Rii (100 

V t^j^mmm. pH7. 4) ^M^^^^^ei^-r^ xLfc«, 

4 fi!rS*ifc:^f-if -Mil Lfc-M*^40, 000 gr'20^W 
fil;/100 ml) L/ct)®^BZco3 g^fz^lfllp^pi: LT 

[ 0 1 4 3 ] Hit y KXt/^l^^lii y K t hX 

;^/KRo 15-1788) (o)i :0.3nM) (a)^ : 

InM) ] (**^«aiOMM)^. BZ 

cog S^frS-a-Pti^lriiL^H] Ro 5-4864 (4' -^nn 
v=r-if/-?A : 7-^'Pn-l, 3-S^tKn-l-^^ 
;W-5- (4-^131373.=:/V) -2H-1, 4 — 
y i>Tif t"^- 2 -:^->') (*|ll8ao. 5 nM) t 'JT-^ 
^<J^ (*l^«aiOO AiM)5r^tLmfflV^fc<, ^^-df-^^ 

ZlX:xm^m. B Z CO 3 0 tJr'lSO 

t'dfrL^yv- (bicuculline:ft^^iiSlOO mM)#^ETS- 

[0144] ^mwm'^mk\t.ikT(D%\'^mmxn^ 
^m:^xnMimi<DRmmtu ^mt$^&(DmMc 

aSa, *H) VyV-ry^^lWyT^yyy^^- 

y^>v^-\L\z.m\wm-^^hxmi-^'n'^\-^fz.^ e 

y^C^X^tzMmW- [ffli .&t?'a)2 "^'fiso mMb y;^ 

-mmmW. (pH 7.7) ; 0)3 -e}4i^«?SlI] 5mlT*3 

JS^:^/^^^- v-H >'*^r/V (ACS-II, T-Tv-i- Att 
*ll) 10 ml ^JPX.. -SB^Pf^^gbfcf^. v-^^ 



S7~9(;:s^Lfc{[i-e-ti}4. -<>-yv'T-^'t°>-coi 

00 nM £il±T'&ofc„ 
[0 14 5] 
1^7] 





0)3 






0)3 








(nM) 




I Cso 


(nM) 


1' 


3. 


1 0 


2 6 


0. 


2 8 


2 


0. 


97 


2 7 


0. 


1 1 


4 


4. 


36 


2 9 


0. 


8 5 


5 


1. 


2 8 


3 5 


1. 


5 1 


6 


0. 


2 3 


3 6 


1. 


44 


1 0 


0. 


7 0 


3 7 


1. 


6 6 


1 5 


3. 


8 6 


4 1 


2. 


5 3 


1 6 


4. 


0 0 


4 2 


2. 


1 5 


1 7 


1. 


9 7 


44 


4. 


9 8 


2 2 


3. 


2 6 


4 5 


0. 


7 0 


2 3 


1. 


7 6 


4 7 


0. 


1 6 


2 5 


1. 


9 3 


4 9 


0. 


2 3 



[«8] 
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R£ m 


0)3 




u. m 


0)3 






I C6» 


(nM) 




I Cso 


(nM) 


5 1 


0. 


3 2 


10 6 


4. 


24 


5 2 


2 9. 


5 


10 7 


4. 


2 3 


5 7 


5. 


3 9 


10 8 


1. 


2 1 


5 8 


1. 


6 2 


10 9 


2. 


0 9 


6 1 


9. 


8 0 


1 1 0 


1. 


9 9 


6 5 


1. 


6 6 


1 1 1 


2. 


0 5 


6 8 


2. 


1 9 


112 


2. 


34 


6 9 


2. 


7 5 


118 


1. 


0 7 


7 0 


1. 


1 2 


1 1 9 


1. 


45 


7 6 


1. 


3 3 


12 0 


1. 


6 3 


7 9 


0. 


8 7 


12 4 


5. 


3 5 


8 1 


6. 


9 0 


12 7 


4. 


3 5 


8 3 


5. 


0 2 


12 8 


0. 


7 9 


8 4 


2. 


04 


1 3 0 


1. 


3 1 


8 5 


0. 


1 8 


13 1 


0. 


8 9 


9 3 


4. 


1 0 


13 3 


2. 


2 0 


9 7 


2. 


2 7 


13 4 


3. 


0 7 


10 2 


3. 


3 1 


1 3 5 


3. 


1 7 


10 3 


2. 


9 0 


13 6 


0. 


3 4 


10 4 


3. 


44 


13 7 


0. 


9 3 


1 0 5 


4. 


1 8 


13 8 


0. 


5 3 



[0 14 7] [S9] 



[0 14 8] «7~' 
Z 0)^ :S.05B Z I CgoH^SnoOO nM JiC_h-e 

3 2 0)3 s$m-^'&-rsit}±e^b;5^T-&5„ 

[0 14 9] ^il^j2 : • SfH^g^ - 
—Crawley, JtGoodwin, F. K. b(Dm • BfUKS^iS [Ph 

armacol. Biochem. Behav. , 13, 167-170 (1980)#,fSJ 

[0 15 0] z(Dm- h# 
*) 5 ?^ 5 V ^mm-(^(Dmmmm<DmM^mm^^(D 



R£ m 


0)3 






m 


0)3 






I CsD 


CnM) 




I C50 


(nM) 


1 3 9 


0. 


3 8 


1 6 


8 


0. 


9 9 


1 4 1 


0. 


1 1 


1 6 


9 


1. 


1 5 


142 


0. 


0 8 


1 7 0 


0. 


9 9 


14 3 


1. 


4 0 


17 1 


1. 


5 6 


144 


0. 


3 1 


17 5 


1. 


9 0 


145 


1. 


6 0 


1 7 


8 


0. 


5 7 


14 7 


0. 


5 2 


1 7 


9 


4. 


3 0 


14 9 


1. 


14 


1 8 


0 


1. 


6 5 


1 5 1 


0. 


5 8 


1 8 


1 


1. 


6 1 


15 5 


0. 


7 6 


1 8 


2 


4. 


5 7 


15 6 


4. 


9 6 


1 8 


3 


8. 


7 5 


15 8 


4. 


0 7 


1 8 


4 


0. 


8 2 


15 9 


2. 


0 0 


1 8 


6 


2. 


3 9 


1 6 0 


4. 


30 


1 8 


7 


9. 


7 1 


1 6 1 


1. 


0 5 


1 8 


8 


5. 


24 


16 2 


1. 


1 9 


19 0 


4. 


0 0 


16 3 


2. 


64 


1 9 


5 


2. 


0 0 


164 


0. 


2 9 


2 0 2 


5. 


3 0 


16 5 


5. 


0 7 


2 0 7 


7. 


2 


16 6 


5. 


4 0 


2 0 


9 


2. 


2 


1 6 7 


0. 


7 9 












3 2 0)3 S^fr 


m<Dmm (20 x 


17X15 c 



tLfcBtH (15X17X15cm)^S5iSL. 
g6[c:^a-et5MP! (4.4 XS.Ocm) ^ISltfcSI* 

(35X17X15 cm) €rfflV^-r fro fc, 

[0151] ^il{Ctlfrm25~30 g©Std-ddY ^it14-7 
!?;^^l»10EEfflV^fc„ |iti^ft-^iil©SPS^30^«{C 

1 - ;t o ri ^ fc ff^F *- aii l , ^staffl w s-*f -r s 

[0 15 2] m.mit^m<Di^^^immtn-i. ^M6^m 
5%ia.mm imi^^n^M4^^^*. (med) 

TSL/Co ?g*^Sl OirS^-fo 
[0 15 3] 
[SIO] 
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(mgAg) 


fi/Jvt^ (De/kg) 


1* 


0. 


3 


3 5 


0. 


1 


2 


0. 


0 1 


3 6 


0. 


3 


6 


0. 


3 


3 7 


0. 


1 


9 


0. 


3 


4 2 


<o. 


0 1 


1 0 


1. 


0 


4 5 


0. 


1 


1 6 


0. 


1 


5 2 


0. 


1 


2 1 


0. 


1 


1 3 6 


0. 


3 


2 2 


0. 


3 


13 9 


0. 


1 


2 3 


0. 


0 1 


1 5 0 


0. 


3 


2 9 


0. 


0 3 


2 0 2 


0. 


0 1 


3 1 


0. 


3 









[0 15 41^1 OlC^Utz^t-^m-i. 1 mg/kgUr(D 
0.3 mg/kg £AT«S-^fi-t-ft^^{1:ffi?r.1^Lfco 

[0 15 5] ^mm-i ■■ ^ y=-T'y ¥mmm\mii^''ih 

Ki4G A B A^-^^mmX-h 6 % VKJK^K»|g 

^PlWi-SW-e, ^y:^T-i?K^a^1-5i:Jlgf*9GAB 

AJ:co«/>icS'3< M{1;'l4^:^v^^^^*s^«^^^5, Aut 

a, J. t,co:^?i [J. Pharmacol. Exp. Ther. , 265, 649- 

656 (1993)#)«] {C^L. ii^|fe-fk^t)CO-Y V-Ti^ K 

GABAaS«#:«ltg©HSW^V^ilE«W 

«$^^5BZ?Si^^^«. TnT^W^^-^-yni^J^TcT^ 
h7t Kn7^:^dS-i/::3/V^::3y^rDi^ (THDOC) ^ 



[0 15 6] Pt^irilfrfi22~24 gCDStd-ddY ^Wt^r 
^ -X *r 1 » 6 i^ffl V ^/c„ f«{b-^#jc7>|i I I K J?-305,Mt 
-iV^-r^yV (200 mg/kg) Sr/Jt >"S-tf- L/C,-, 't^ulLm-tC 

[0 15 7] mmmmf- 

!CJtiKb|gaW4^^7ny*2.5%i^SDM*^-t-5ffi» (E 

-r, 

[0 15 8] 
[^1 1] 
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ED26 


(mg/kg) 


ED26 


(ii«/kg) 


1* 


8 2 


2 


44 


2 2. 


4 


2 


6 5 


6 


4 5 


9. 


6 0 


4 


5 1 


2 


47 


7. 


6 2 


5 


1 5 


1 


4 8 


7. 


6 7 


9 


2 5 


5 


5 0 


2 7. 


3 


1 0 


3 6 


9 


5 2 


2 3. 


5 


1 1 


4 7 


5 


5 3 


1 1. 


3 


1 2 


3 1 


8 


5 8 


1 1. 


8 


1 7 


4 5 


7 


5 9 


1 4. 


8 


2 1 


7 2 


1 


6 0 


2. 


1 4 


2 2 


5 0 


3 


6 1 


1 7. 


7 


2 3 


4 0 


8 


6 5 


3 1. 


1 


2 5 






6 6a 






2 9 


6 7 


5 


6 6b 


7 2. 


4 




8 5 


7 




4 3. 


8 


3 6 


54 


2 


8 3 


7 0. 


2 


3 7 


6 1 


9 


1 7 1 


7 6. 


4 


4 2 


5 8 


7 


2 0 2 


6 8. 


9 



[0 1 5 9] SI llCS^Lfc'fli-g'fetl. 100 mg/kg^T 

[0 16 0] w^^j4 : ='9-^'ymmm^^m»mwi 
1 — =iy~vymmmmi^mmmmrethan, D.E. 

xp. Med., 146, 857 (1977)#fig] , Kakimoto, 
K. P> i f9 =1 i^^lSM»i^»Mffti^t4^®ISffi 

mmunol., 140, 78-83 (1988) „ 

[0 16 1] ^^y—^^m^^mwi^mmmit^ Kakimo 

to, K. h<D:^m (ilBKakimoto, K. ibCDJttfc#flg) t^ap 



b^:^T-I^3./^^^ b (Freund' s complete adjuvant; 
DIFCO Lab. m, *H) i:i!i?tJL-C*|l-/<e3^-r/kS^3 V 
thtz, rroai-^/l^-i^H ^-150 /xg SrDBA/lj^lt'tt-^'? 

(■ttg(Cft|tLT|IllH]iS#SrtTo/c„ 210m. ±.mt^ 

«(cLTpffiLfc3:-7/v>?3 ^150 Mg ^^x^mM^n 

^O0iif^E«i!9^glft^iil (10 mg/kg) ^iiHS 

ns#Lfc„ iimss B«^^e5»0, Mtfij^jro^iE© 

SS%f*lBg6tl!-«*L. Wood, F. D. tcD;^?i: [Int. A 
rch. Allergy Appl. Immunol., 35,456-467 (1969) # 

WIS, W#)gcD4@3f®#.*^®-a-W-^M«ii2fecD^r3ri: 

;^ 1 ?r#fc^.^^^ie0 h Lfco 
[0 16 2] 
[SI 2] 
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3^^ 


0 




1 




2 




3 




4 





[0 16 3] mm^^^\^tz.nmmx'\%^mm\'^2 a 
i i MSijJj ^sni^ Lfc©(c*f mmm 9 3 ©^c^ti 

S-^pT'ii, 4 0 0 Sid, 1 3 6 (DWL^m^^m 

Ti4 3 4 B a ic, HJfeM 1 4 4 cOft-g-i^T'ti 3 7 0 @ 

*M9 3. 1 3 est/i 4 4coft-a-^^S-fj-pr'(i. mm 

[0164] :t^«^B t^-feSiim-ffilg 3 1 0 i -e. 

rnmm & (Dit-^mn^mxn. sm^^ m\^m& l/c®^ 

feo/co :S/c. *im^0-efo5iiJP^feS«3 1 0 s 

-e. «MM 2 0 6 roft^fta^ii-et*. iem^2 m\z. 
11*012 0 8co{l:^tiS4©t-{4. ft»««0t?& 

5ja:?JP^ffim3 1 0 g-Cl 6«tp8fi|(C?§lmLfc«i9--C 
& ?3 . 2 0 7 (Dit^m^i^-mXlt 1 5 fllcfJ 7 fiJ(C 



16 5] nmm^ ■. ^y^^mmmm^mmm. 
2 — =iy--wm%^^^^unmn... Kakimoto, k. 

hnljm (-hlBKakimoto, K. h<DXm^m) K^ZX'i=r 

h (Freund' s complete adjuvant; DIFCO Lab. ^ 
i/3>-150 ug ^DBA/lj?;lltfl:-rl>;'^ ( 0 ^^^-y— 

y^^-s, 0*) ffmu-^imicmMLx-^mmif^n 

ofco 2 10#. ±KtPl«i-tTIi^Lfc3i-7/Vi;3 
V150 ne ^St^Sgpotj-IBlcaiifL-Ciim^^tT 

^t-a-tllO mg/kg?r 5 0 2 0Pn1j*^L. 8 

mmon&^mmim^L. « 1 3 i^f^-rs^tctieo 

T4mff«i:Lfc„ WttlR W«K®4®gfcO#;iC(0 

[0 16 6] 
[^1 3] 







0 




1 




2 




3 





i)m^hti^&iDy.=JT(Dm&-hMmmmBX'i)?,ma 
^feffi^ 3 4 0 * -raffia Lfco 1 6 5 nnmrntit 
m LT*)^a* B -^'fo s iiDp^s^ 3 4 0 ^xmmy- ^ 



T ^» L < »sfj Lfco njfe^sj 1 7 8 (Di\:-^mn^m\i.. 

[0 16 8] Jifa!i^R«4StF5C0|g;l:^^blKb^^?'^i; 

Il*fil6. 93. 136. 144. 165. 20 
6. 2 0 7S0^2 0 8cofl;'&%(±. ^) ^^=f-ti:E(D-^& 
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-C\ MMm 6 . 2 0 6, 2 0 7X02 0 8 (r)i\:-^mWi 
[0169] %m.m 6 : 1 0 ECO S 

td-ddY^iStt-7'?:x (iz^s24~3i g) Steffi mmm 

2, 10, 2 3, 3 6, A2mJ^5 2(D\t-^m^^^^X 
mm^n-^fco 0. 5 % h y;?/ ^ h^MScH^U/cf^it^t 
-a-ti 1000 mg/kg ^gPS-^XtSttSErtS^b, K-^m 

[0 1 7 0] 51; (I) roft-a-t)&0^®^feai3^i:;fF^^ 

[0 17 1] BZ0J3 *tLT3liR.!^tlT-;i^oiH: 

[0172] (1) 2- [2- (4-^'i3i3 73i;^/U) 
-5, 6--i^7<f-/l^-4-fc°y ^v'c^^/PT?/] -N, 

[0173] (2) 2- [2- (4-^i2P7a.-/W) 
-5, 6-S>;^5^/V-4-t:°y 5^?— yVT^ -N- 

m) 

[0174] (3) 2- [2- (4-^'nn7'3:r^/V) 
-5, 6-v?;'^/V-4-t°IJ Sv?r:^/VT$y] -N, 

[0 175] (4) N- {A-^nuy zr,=^;V) -N- 
7<'9^/V-2- (5, &-\y^'^;V-2--7 zt.=:-;V-A- 

t° i; 5 i>:^;vr 5/) r^hr^K 2 9 ©^-a- 

[0176] (5) 2- [2- (4 -iJ'DD^aic^/U) 

-5, 6— :>?^?^>'P-4-t°i; s:i^;:i7vr5y] -N- 

[0177] (6) 2- [2- (4 -i^' 
-5, 6-i?^5^/V-4-fc°y 5>^c:^7VT^ y] -N- 
(4-^ Y^^yy a:.:=-jV) -N-y^/VT-fe hT? K 

[0178] (7) 2- (5, Q-%^^=f-/V-2-y:r. 
=^/V-4-t:°y 5v?=^/VT5y) -N-7a;r:^/P—N- 



[0179] (8) 2- [2- (4-^nP73i-;V) 
-5, 6-i>7<f-/V-4-fc°y ^v^^/VT^y] -N- 

^) 

[0180] (9)2-[y ^;V- [ 2 - ( 4 - n n 
■7in::::/V) -5, 6 - ^/V- 4 - f U ? v'^i/V] r 
5/] -N-7=^:=/V-N-7"ntVVT-fe hr? K (» 
»j2 0 2ft-^ife) 

[0 18 1] ^fc, ^ (I) -e«$ixS'fli-a-ft}*, 

[0 18 2] =:7-^>p|SHJpi$}C^L»M#ffi^^ 

[0183] (1) 2- (5, 6-v?7«^/V-2-P'3: 
r^/V- 4 - f y 5 v'=/V:t ^ - N , N - 'jy n \£;V 

Tir 5 F mmm 1 3 e mt-^m 

[0184] (2) 2- (2, 6--yy :r.=:.;V- 
^) x'y=-/VTx J) -N, N-v^:/nt:VVTir hT5 K 
9 3 (Dit-^m) 

[0185] (3) 2- [5, 6-v^yf-/V-2- (4 
- h y n y f-jivy^c ::=.;V) - 4 - 1;° y 5 -J:=.;vr 
57] -N, N— i^T'iatVl-r-fe hT$ K (»ffi«il6<73 

[0186] (4) 2- [2 - (4 -T5 / 

-5, 6--^7<f-/W-4-fc°y SiS^^/I^^^^^] -N- 

[0187] (5) 2- [2- (4-i^PP73.-;V) 
-5, Q-i^:^=f-;V-A-}f^) 5.-J=-^vir^'y} -N- 
7^/V-N-7a.r:/VT-fe hT5 K (HJiW 1 4 4 ©ft 

[0188] (6) 2- (5, 6->?y^/V-2-y'=: 

yn tVwr -fe h T 5 K 1 7 8 cD'ff:-^*) 

[0 18 9] (7) N, N— i?7t^/l'-2- [5, 6- 
v'7'5^/V-2- (4- h y 7/V:^-P7t^yl'7a;=./V) - 

4-if y ^i^^/ur^y] r-fe hr? k mMm2 o 6 

[0 19 0] (8) N, N--:^3;^/P-2- [5, 6- 
i^7<^/P-2- (4- h y P^f-7P7 3i:^7P) - 

4-t°y $-:>r:^/vr? y] r-fehr^ K mmm2 0 7 

[0 19 1] (9) 2- iy^'^-jV- [5, 6-'J:^'J-;V 
-2- (4-hy7/V:tn^5^/V7rt:r::;V) -4-tfy 
5i?=/V) r?/] -N, N-v?7°Pfc7VT-lr hT5 K 

(^ftf J 2 0 8 cofb^iti) 

[ 0 1 9 2 ] s; ( I) ®fi;^%cofi^giJ§ t ur . g 
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i "9 5 :as. a?t 0 . 0 1 ~ 5 0 mg/kg/ 
B>^f*L<(±0. 0 3~5mg/kg/0T-fo5„ 

[0 1 9 3] ^ (I) ©^[i-a-i^tia?;?, 

T(4. »^J^^»(i*3V^TSffl$tl. ^^o5^ (I) (Ofb^ 

— :*/v^=3E^~>^5^/v-fe;vn— hi) iJ'A, h 

Yxi^'y-fxi tVV7=>:^>', *-'V5K=3r->y f'^Hr^Wo — 
^:^>-^m«flg. i■^)V^l)Vu-y.^ -if 

y V. iii*K^~y ir y yai;^?^/^ y ^^-y 

irn-ey^^-^-. ^yy/V^-h, -T^'o^-zK Wft 
jft, :y^i3t°u->'^y 

^)ir^%/aL^VVm\\L\i--7^y^ (HCO) . S'ft-^-by 

h y ^^A, iiK, y b y r> 

A, y N y i^A, 

[0 19 4] n^h L-Cf±. *7'^r;^^J. Sfe 

[0 19 5] mwmw^h^-x^t. mm. *x!± 

fficDiga t ^#X(4®S-t- 5 J^T' fo o r t J; V \ 
v\ ftW*Jo»-^{-i4. S; (I) (©^b^^^TKi:!^!*^ 

[0196] itbPjroK^Jtt, ^ ( I ) (D-fb-e-tl^ 0 . 

0 1 %Jil±. &*L<}40. 1~70 %(Dfij^-e^^-r 



[0 19 7] ii[Ti-^;|Sif!^-'eS^5ft'a•fe^-o^^T$ 

[0 19 8] Sfc. KT»##m^J?*Jfe^(C^oV^T, 
[0 19 9] [fflgiSW 

AC :r-trb=by/K 

E : i^aif^/wai— T^/W, 
EA :f^K3i5^/K 
HX : n-^=3ef->. 

IP : yyn/V— 
M : i-^ J — 
[0 2 0 0] »#M 1 — 

5, 6-v^7f^/V-2-7a.=:/V-4 (3H) -tfy? 

[0 2 0 1] -hby hdrv-KSl.S gSt/#S*j:-^' 

7-/V200 mlcojg-^tli-. Q~5t-(?^^XT5 v'>-a 

H1;^3;5=-/V20 gCD**^^/— /V50ml 

Lfc«. «g!fe^;J<[r^^>U O-St-e^t^L^^CJiSP, 

d^p5S*gSb-CB»ftl4.3 g?r#fc„ BI^SC 2 0 5- 
2 0 7°C 

[0 2 0 2] 2~i9 — n)&-thwm.-^m 

4®f[i^t(^#fc„ 
[0 2 0 3] 
[ft3 1] 




[0 2 0 4] 
[S14] 



-24- 



[0 2 0 5] m^m 

5-=^hn-2-y^=^^V-4 (3H) 

[0 2 0 6] i-y^j^M./ h^i^vs g RxfM^^^ y 

— /HOO mKD'B-a-^KO "C-e^V-Xr? v'>'MKltll.7 
5r t(iJ;o-C#p3|x5fiMc>2- (N, N-i?^f^/W 

T$y^f-uy) =^hD|^^3if-/n4 s(Dm^=^^/- 

xmmLtci^. ?je%(ci5o miwTK^spx.. o^cr-mw 

^#fc„ 264-266^ 

[0 2 0 7] 2 1 

4-^pp-5, 6-S^^^7l^-2-73;c:^/Hf y 5 

[0 2 0 8] 5, 6-i>y^/I'-2-73;c:^/V-4 (3 





Rs 


Rs 


R7 






2 


He 


He 


4-Cl 


258-260 


H 


3 


He 


He 


3-Cl 


251-252 


A 


4 


He 


He 


4-F 


266-268 


U 


5 


He 


He 


4-OMe 


233-235 


H 


6 


He 


He 


4-CF3 


265-267 


H 


7 


He 


He 


4-NO2 


>300 


U 
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He 


Et 


H 


195-197 


H 


9 


He 


1-Pr 


H 


230-232 
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10 


Et 


He 


H 


159-161 


A 


11 


H 


He 


H 


212-214 


A 
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H 


CFa 


H 


228-230 


A 
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H 


Ph 


H 


281-284 


A 


14 


H 


Ph 


4-Cl 


>300 


H 


15 


He 


Fh 


H 


250-252 
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He 


Ph 


4-Cl 


293-295 


H 


17 


-(CH2)4- 


H 


223-225 


A 


18 


-(CH2)4- 


4-Cl 


290-292 


U 


19 


COOEt 




H 


237-238 


A 



ifei^75°cTMB#Hjt#Lfc„ mt^u-^m^mmxmm 

felO. 7 g^tf fco MM. 1 2 0 ~ 1 2 2 1 
[0 20 9] 2 2 --40 SJtJS-r SMWli^ 

fe^fflv\ ##«2 1 • ©au. ^t;3 2-e 

[0 2 10] 
[ft3 2] 
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mm 


Rs 


Rs 


R7 


MM. (.V) 




2 2 


He 


He 


4-Cl 


122-124 


IP 


2 3 


He 


He 


3-Cl 


96-97 


A 


2 4 


He 


He 


F 


138-139 


IP 


2 5 


He 


He 


4-OMe 


106-108 


IP 


2 6 


He 


He 


4-CF3 


70-71 


IP 


2 7 


He 


He 


4-NO2 


157-158 


A 


2 8 


He 


Et 


H 


87-88 


IP 


2 9 


He 


1-Pr 


H 


83-84 


IP 


3 0 


Et 


He 


H 


57-58 


IP 


3 1 


H 


He 


H 


62-63 


IP 


3 2 


H 


CFa 


H 


45-46 


IP 


3 3 


H 


Ph 


H 


99-100 


IP 


3 4 


H 


Ph 


4-Cl 


125-126 


IP 


3 5 


He 


Fh 


H 


116-117 


IP 



[0212] [WTel 



«i 5<Dm 



mm 


R6 


Re 


Rj 


MA CC) 




3 6 


He 


Ph 


4-Cl 


126-128 


IP 


3 7 


-(CH2)4- 


H 


100-101 


IP 


3 8 




4-Cl 


114-115 


IP 


3 9 


NO2 


H 


H 


160-161 


A 


4 0 


COOEt 


H 


H 


39-40 


HI 



[0 2 13] 4 1 

4-i'ux2-2- {4-y;Virvy z!l:=.;V) -5, 6, 

7, 8-r h7t Kndf-^-^/y vroiijt 

[0 2 14] (1) m\:.4.-yfV-^u^l^^ry(;V5Q 

g^WfCo m& 9 2t:/ SmrnHg 
[0215] ( 2 ) ±|a^^i^62 gXt>*^ n v A 
80ml<»^i-a-!felC, 1 y / n^^-fe V28. 6 g 

/-/V^^p5SfefBL-C2- (4-7/V:ta73.-/W) - 
5, 6, 7, 8— r h7 1 Kn-4H- 1, 3-^>-^/ 
:t^~^i>y- 4 -=f-:ty24 g^#fc„ ll!;^; 1 4 8~ 
1 4 9t: 

[0216] ( 3 ) ±m±mmO gRU^^ 9 / -/V30 



0 rA(DWk^m\-crv^~riJ7s^zii^wm%'ihhfm.. 
8ot-e3o^Mjti«i2Lfc„ Km-m.-^m^WB.-^wm^. m 

-5, 6, 7, 8-7^h7tKD-4 (3H) 
-dr-^-y y >-^:^:xl8 gSr#fc„ 1 9 8~2 0 0 

[0217] ( 4 ) ±E^fe|,)ctil0 gRXfir^iym\:. V 

30 gcD?M-^!^^2B#PflM)i«L^co R^M-^m^mm 
by^'AT^m. «ffi-e«*iL/co j«§fe^^y7'i3 

6~9 7t: 

[0218] ##M 4 2 4 4 4 1 tCtSit 

[0 2 19] ( »#M 4 2 ) 4-^nn-2- 

(2-^C2P7a.=/V) -5, 6, 7, 8-7^b9t:K 
pdr-^-yy >- ; i6,^=r 7 9~80t: 
[0 2 2 0] 4 3) 4-^Pn-2- 



(3-^nn7 3i=^/P) -5, 6, 7, 8-v^h7t:K 
n^-^-y-p ; lit,^? 9 4-9 St 

[0 2 2 1] 4 4 ) 4-^'nn-2- 

(2, 4--Jy/V:tT3y:iL=u/v) -5, 6, 7, 8-7^ 
h7fc Knde-^-yy ; ll!,^r 5 7-5 St; 

[0 2 2 2] »#^r| 4 5 

2-rS;/-N, N-i/:/n tVVTir hr 5 KcOMia 
[0 2 2 3] ( 1 ) i?-^n tVVT 5 g . h y 
/l-r^^-S g Xt^fift^^P'i/SOmlCOS'a-ifetC, N-:7 
^o^/U^y-^/Wi^oy Kll gCOfi'ft:;^^l^>-50inl^ 

K12. 5 glr#fCo 9 9 ~ 1 0 0 1 

[0 2 2 4] (2) _hfa*^i^l2.5 g, t Kyv?^ • 
1 TK^m. 3 g :5.t^^i5' / -/H50 mlco?l-g-!^^. 1 ^ 

[0 2 2 5] 46-58 m-fSPiftT 5 

ysrfflv^. ##^j4 5t^«(^s^£;-*a!au -fbssx- 

[0 2 2 6] 
[^123 3] 




[«1 7] 





Ri 


R» 


4 6 


Me 


He 


4 7 


Et 


Et 


4 8 


i-Pr 


i-Pr 


4 9 


Bu 


Bu 


5 0 


Me 


i-Bu 


5 1 


Et 


Pr 


5 2 


H 


Ph 


5 3 


Me 


Ph 


54 


Et 


PL 


5 5 


Bu 


Ph 


5 6 


Pr 


Ph 


5 7 


Me 


Ph-4-Cl 


5 8 


Me 


Ph-4-OMe 



[0 2 2 8] 5 9 



2-T$y-N- (4 -y/^•:tcIy3l=^;^) -N-y^ 
[0 2 2 9] (1) ##M45 (1) IZiSif^iP-yti 

v\ ##^j4 5 (1) tmm\mm-mmhr. 

(4-:7/P::^-n7a;-/U) - 2 -7 ^/W 5 KTir 
? K19 g^#/c„ BM. 2 12-2 14^: 

[0 2 3 0] (2) ±t&^m^is g^, meo%^m^t 
•rvv^j^ mm 3 g Rxfi?^f-;u^^^uj^r^ fioo 
nii<7)?i^ti(co~5=c-e*p^, ot:-eii$Mit«iL/c 

mux 8 Rf 5,1 W Lfc, Sf£;?S^fe{-;^C&t/y n X2 

Mb, 3:^7-/V^:>t3fl:SgfBLTN- (4-7/V:tc2 7 

15 g^m„ itA 1 8 2 ~ 1 8 St 
[0 2 3 1 ] (3) ±fai^tll4 g^##^!|4 5 

(2) B^m.og ^mmmt 

[0 2 3 2] 6 0 

N -r ]} 2 -r ^ / 3L::^;ur-b hT5 K« 

Sit 

[0 2 3 3]##^J5 9 (1) }C*5lj-?)4-y/I^^Dr 

^y>(ofti7(3(cr=y v^, ##M5 9 (2) fcsait 
5 9 1 [rIMi^sjs • ^lia s 6<ji^5r?ai^« t l-c# 

[0 2 3 4] 6 1 

2 - T 5 y - N — ^i? n 7" D f /VpJ g^yV- N - 7- a: 
T-Ir bT5 KoMig 

[0 2 3 5]##fj5 9 (1) icdo(t5 4-yyV:tnT 
:=.y i;ir=y ##^t|5 9 (2) (^i3(t 

5 3 !><t:y 5^/n»ftt> *{t: v'^' IP tvvy 'f-)V 

[0 2 3 6] ##M 6 2-6 6 m-r-Si^Wl;^ 

##M5 9i:lll«^v:S^S*!!!aL-C, OTfO-fb 

[0 2 3 7] 6 2 ) 2-T5y-N- 





-N- 


y 9"/VTir bT5 


K 


[0 2 38] 


6 3) 


2-TSy 


-N 


(2-;?nt2 73::^/V) 


-N- 


y ^'/vT-fe h T 5 


K 


[0 2 3 9] (##M 


6 4) 


— 2-T$y 


-N 




-N- 


y ^/VT-ir hTS 


K 


[0 240] ^ 


6 5) 


2-T5y 


-N 
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[0 2 4 1] ( »#M 6 6 ) 2-T^/-N- 

{A-^uuy:r.=./V) -N-:/DfcVVT-fe hT5 K 
[0 2 4 2] ##^J 6 7-6 9 m-TSlSWr? 

[0 2 4 3] ( »#^r| 6 7 ) l-T^/T-fe^" 

/V- 3 , 5 - ^/Vt°^ y v^:/ 

[0 2 4 4] 6 8 ) — 4-r5/r-fe9" 

[0 24 5] 6 9 ) — i-r^/r-fe^ 

/W- c i s - 3 , 5 ^/kt°-^7 
[0 2 4 6] 7 0 

N- (4 -i? nn73:-;v) -N-7< ^/l^- 2 

[0 2 4 7] (1) N- (t e r t-:/"h:5rv';*/l'4< 
-;v) -N-^5^;v^'!) iy:/10 g, 4-^nnT-i;v 
8. 8 g . ^VV' h U TV-zV- 1 --1'/V:^drv'- hU ;^ 

(BOPW^) 25.7 gSO^li'ft:7<^W>'150 ml 

/vr^vs.g g ^STUfco mymrik, m.^'^8mi\ 

^® !fe y * yVv* 7 A n -7 h 7 7 ^ - U 

re^L-C2- CN' - (t e r t-7'h^:y;*/WJKc^ 
/l^) -N' -7<f-;l^T5y] -N- (4-;^C307cn^ 
/i^) T-fe hT$ Ktr#fc, 1 2 6-1 2 8°C 

[0 2 4 8] ( 2 ) _hl2itl|jK#/12 gSr. r-j60%/K?gjl: 
-^-by ^'A (Jffitt) 3.2 g ^{/v^7<-?^^u*^l-i.T$ KIO 
0 ml®;fl-a-%iC0~5°C-t-JPx.. 0°C-eiB#ffc1^j$bfc 

^aT'3!:?{bp«g^/n7 g^iiTbfco jsmr^. 

Ar'$£««. Lfc„ ?ie^^^->y*yvi-*7 

SL, 2- [N' - {t e 1 t--:fV^iy^JV-it^=-7V) 
-N' -^'J^/vr?/] -N- (4-^^007^^/^) 

[0 2 4 9] (3) ±fBi^t)8.4 g XUfiS'ft^^^ 
^-100 mKDWi^mK Y y 7/1^:^^1^^20101^ 0 ~ 5 "C-C 
«TLfc. ?iTII7«. ^fiT3ltW«#L/c„ SJCS?S 

f,. 1 mmit-r V y 'i'i.*«?«T-iiT/w* y mz. l 
imm-r v y A-ei^m. «ff T-«ffi lt @ e<)«4. 7 

[0 2 5 0] 7 1-73 t e r t --fV^ 

fj7 0 t|H)«(>lS)S • MSb. J^AT«ft^!t)^ffl4^i|t)t 



[0 2 5 1] ( »#M 7 1 ) N- (4-^^1313 

7:i:=/V) -N-7<f-/V- 2 -b°ia y i;^;&/V;}fdrf-5 
K 

[0 2 5 2] j 7 2 ) N- (4-^'Dn 

■7in::::/V) - N - ^ ^/V- 2 - y 5 

K 

[0 2 5 3] ( »#^!| 7 3 ) N- {4-^nn 

73:=/W) -2, 3--^'t Kd-N-^^/L—IH-^ 
> Y—;v- 2 -;ft/U/J<^i^ 5 K 

[0 2 54] »#M 7 4-8 0 1 e r t-zfV^ 

^?I|7 0 (1) RXf (3) • ^Sb. &.T(D 

[0 2 5 5] 7 4 ) 2-T5y-3- 

[0 2 5 6] 7 5 ) 2-7«^/VT$/ 

-N, N-v?7°nlf/VT-fe hT5 K 

[0 2 5 7] 7 6 ) 2 -rc^^/VT 5 / 

-N, N-v^yntWT-fe K 

[0 2 5 8] 7 7 ) 2-y^/VT5/ 

-N-y^/V-N-7in::i/VT-tr hT5 K 

[0 2 5 9] 7 8 ) 2 -31 ^/WT $ / 

[0 2 6 0] 7 9 ) N, N-i^T^nt" 

/W-2-lfP y K 

[0 2 6 1] 8 0 ) 2, 3-::^tKD 

-N, N-i^ynlf/u- 1 H--^'>'K-/l'*7V>}f^f-5 

K 

[0 2 6 2] 8 1 

[0 2 6 3] (1) v^T'Df/VT? V5.0 g , h y a: 
^/VTSVS.S g S:tJ««ft7!f-WW0mlco^-g-i^{-l, a: 
f?^/V:^df f- y /v^ n y K7. 4 g ©igftTf f-W>'30mlj§|« 

TH-rm, 0 "cx-Ammwhtz. sjtSii^^i-TK^* 
mm. mmxwkmi^x2-:t^y-2- (n, n-^?:/ 
[0 2 64] (2) ±m^fm. :i^m^tyi-^'ymi-hv 

■^A, it'ftyf-'i'AS.-O^ilTKx h7fc Kn7 7>cDjI^ 

^0'-^5''ciz^hf£ff^hmrhtz. mTmrm. mux 

1 2B?|l,m#L.fc„ SiSi'l-a-feSrO t:tc?^SPL. 1 NS 
^^pH5(C;^i5*T-MTL/cS. Mff-efi«L/c„ 

Ji^5^-^L. MA^m-rvv^j^^xmrnm. mmxmm 

[0 2 6 5] 8 2 



N, N->'-/5^/l^-2-t Kn=^->T-fe hT? KfOSit 
[0 2 6 6] 8 1 (CdottS v'^^D tWT 5 >'(Dft 

[0 2 6 7] 8 3 

[0 2 6 8] i/7°n tWT ? ^^10. 1 g. h U ^=f-/UT 5 
n^r-fe^^/l^i^n y K15.8 gC0|S7Ki^3:^/k3:— x/l^40 

(cJ;ori»SL.. B6^«/14 gtr#fco MM, 1 0 0~ 
lost:/ 1 iMiHg 

[0 2 6 9] #%fjr| 84-87 ^-^5 JSWt:^ 

[0 2 7 0] 8 4 ) N 

->?7"ntVV7"i3/-^yr 5 K ; "^.'S 8 5-8 7^/ 1 
imiiHg 

[0 2 7 1 ] 8 5 ) 2-7'~n^-N- 

(4-^nn73:::i/V) -N-^f-/VT-tr HT? K ; a 

.^5 2~5 3°C (■^yy'tiy</~;l'f)^CbW^S^) 
[0 2 7 2] 8 6 ) 2-7''D^-N-^ 

9^/U-N-7 3i::^/l'::/ia/-«>'r 5: K ; 13 5~1 

4 5 1:/ 1 mmHg 

[0 2 7 3] 8 7 ) 2-7'o^-N-3: 

[0 2 7 4] 8 8 

2- (5, 6-->';^5^/'V-2-73;-;P-4-b''!J 5-^ 

[0 2 7 5] (1) m&o%:^mit-rh])^j>^ mm 

1. 0 g RWJ^ 5^/V*/VAT 5 K80mlcO)l-g-!^(:: 5 , 6 

-v?7tf-/v-2-7a.=/v-4 (3H) -t-y^i^yy 

5.0 g^Klt^U^i: 0 BX^icU-h^^r^^mx.. O^CT 
3 0 5>Pffl««iLfc#, P£t^-7'n^S^3i^/W.2 g ^ 
«Ttfc„ ?BmT«. 80°CT^3B#Wit#L/Co SJtS?S 

/V-;l';*^fe.ff^ftLT2- (5, 6-^^;<^/l--2- 

Srt#fc„ MM. 9 0 ~ 9 1 °C 
[0 2 7 6] (2) JlWS^fem%6.0 g . IN-^^^t 

».5 g ^mfco MM. 1 7 5~1 7 7^; 



[0 2 7 7] 89-90 Mm-f^mMt^ 

[0 2 78] 8 9 ) 2 - ( 5 , 6 , 7, 

8— r h9t Kn-2-7 3i=^/V-4-^-^-yy 
:^>-) ; B,^ 1 5 5 - 1 5 7 °C 

[0 2 7 9] 9 0 ) 2- [2- (4-^ 

nt3 7^^/P) -5, 6, 7, 8-7'h7tKn-4- 
y ; Bt.^ 1 9 5 ~ 1 9 7 

[0 280] »#M 9 1-92 1 e r t-^h^ 

[0 2 8 1 ] 9 1 ) 2 -y 5^;VT 5: 7 

[0 28 2] ( ##M 9 2 ) N-Ty;V-2- 

[0 2 8 3] 9 3-9 4 1 ei t--fh^ 

^J7 0 (1) RXf (3) i:^«lcS^&-jn,au £Xr<D 

[0 2 8 4] (##^J__9_3) N, N-zyx-'f'/U 

[0 2 8 5] ( ##^J 9 4 ) N-3^^/V-2- 

[0 2 8 6] 9 5 

2-T$7-N-7°nfcVPT-fe hTS; Kro^iS 
[0 2 8 7] >i?f)S'r5J©^4T5>'^fflV^, ##fr|4 5 i: 

[0 2 8 8] UttM 1 

2- (5, 6--:^^f^;P-2-7 3^-;V-4 -fc°y 
=^/VT5/) -N, N-v'r/cf/UT-fe hTS FWiStjg 

[0 28 9] 4-i5'nn-5, 6 -v?p« ^/V- 2 -7:n 
r^/Hf y 5 v?V1.0 g . 2-T5/-N, N-v?7°Dfc° 
/WT-fr 5 KO. 87 g:S:tK b y =r.=f-;VT 5 i^O. 55 g©)l 
^i^^»W2T1^150 tX-3B#rf51AP«5M0fELfc„ S^S^i^ 

u «7ic«K^hy !?i^-c^ift«, ))^j±T-«iiLfco a 

S^^v-y^^f/v^yi^iJ'n-r h^77^-(c#U ^ 

[ 0 2 9 0 ] Bt-^?, 7 9 - 8 0 °C 

[0 2 9 1] mmm 2-63 — m-rsswii^t) 

1 8 - 2 1 Oft-a-t(tr#fc„ 
[0 2 9 2] 
[{li3 4] 
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WijU. CC) 
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Pr 


Pr 


4-Cl 




74-75 


E-HX 
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Pr 
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3-Cl 
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IP 


4 


Pr 


Pr 


4-F 




70-71 


E-HX 


5 


Pr 


Pr 
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IP 
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Pr 


Pr 


4-CF3 




83-85 


HX-EA 
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Pr 


Pr 
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Me 
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174-175 


IP 
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Et 


Et 
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113-114 


E-HX 


10 


Et 


Et 


4-Cl 




152-153 


IP 


11 


Et 


Et 


4-F 




139-140 


IP 


12 


Et 


Et 


4-OMe 




130-132 


IP 



[0 2 9 4] [«19] 



m 1 8 (Dt^t 





Ri 


Ra 


Rj 


Q 






13 


i-Pr 


i-Pr 


H 




171-172 


IP 


14 


Bu 


Bu 


H 




46-47 


HX 


15 


Bu 


Bu 


4-Cl 




52-53 


HX 


16 


Bu 


Bu 


4-F 




45-46 


HX 


17 


Et 


Pr 


H 




69-71 


E-HX 


18 


Et 


Pr 


4-Ci 




103-104 


HX 


19 


Et 


Pr 


4-F 




85-86 


HX 


20 


Et 


Pr 


4-OMe 




89-90 


HX 


21 


He 


i-Bu 


H 




100-102 


E-HX 


22 


Me 


Ph 


H 




145-146 


IP 


23 


Me 


Ph 


4-Cl 




150-152 


IP 


24 


He 


Ph 


3-Cl 




149-151 


IP 


25 


Me 


Ph 


4-F 




146-148 


IP 


26 


He 


Ph 


4-aMe 




173-174 


IP 


27 


He 


Ph 


4-CF5 




192-194 


IP 


28 


He 


Ph 


4-N02 




199-201 


AC 


29 


He 


Ph-4-Cl 


H 




165-166 


IP 


30 


He 


Ph-2-Cl 


H 




137-138 


IP 
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Ri 


Rj 


R? 


Q 






31 


He 


Pli-3-Cl 


H 




129-130 


IP 


32 


Me 


Ph-4-Cl 


4-Cl 




170-171 


IP 


33 


He 


Pli-4-Cl 


4-F 




174-175 


IP 


34 


He 


Pli-4-Cl 


4-OMe 




157-158 


IP 


35 


He 


Ph-4-F 


H 


I/4H2O 


140-142 


A 


36 


He 


Pli-4-F 


4-Cl 




163-164 


A 


37 


He 


Pli-4-Br 


H 




183-184 


A 


38 


He 


Ph-4-Br 


4-Cl 




176-177 


IP 


39 


He 


Ph-4-Br 


4-F 




184-185 


IP 


40 


He 


Ph-4-Br 


4-me 




168-169 


IP 


41 


He 


Pli-4-OMe 


H 




166-167 


A 


42 


He 


Pli-4-OMe 


4-Cl 




173-174 


A 


43 


He 


Ph-4-OMe 


4-F 




172-173 


IP 


44 


Et 


n 


H 




138-139 


E 


45 


Et 


Ph 


4-Cl 




142-143 


IP 


46 


Et 


Ph 


3-Cl 




135-137 


IP 


47 


Et 


Ph 


4-F 




132-133 


IP 


48 


Et 


Ph 


4-(Me 




133-134 


IP 


49 


Et 


Ph 


4-CF3 




166-167 


IP 


50 


Et 


Ph 


4-N02 




180-182 


AC 


51 


Et 


Ph-4-Cl 


H 




194-196 


A 


52 


Pr 


Ph 


H 




148-149 


IP 





Ri 


R2 


R7 


Q 


mi^ CC) 




53 


Pr 


Ph 


4-Cl 




174-175 


A 


54 


Pr 


Ph 


4-F 




164-165 


IP 


55 


Pr 


Ph 


4-OMe 




125-126 


IP 


56 


Pr 


Ph-l-Cl 


H 




167-169 


A 


57 


Bu 


Ph 


H 




134-135 


IP 


58 




Ph 


H 




m-m 


IP 


59 


-CH2CH=Ca 


Ph 


4-Cl 




151-152 


A 


60 


-CH!CH=CEi 


Ph 


4-OMe 




118-119 


IP 


61 


-CH2A 


Ph 


H 




105-106 


E-HX 


62 


-CHjA 


Ph 


4-Cl 




157-158 


A 


63 


H 


Ph 


H 




155-156 


E 



[0 2 9 7] mmwi 64^68 — Mit^-r?>mwt^ 

[0 2 9 8] mmWi 6 4 ) N-->^' ti^^^^/V 

-N-^g^/V-2 - (5, 6 -v?7«f^/V- 2 -7a:=/V 
-4-b°!J § v?=/VT5 y) T-fe hT5 K ; 16;^. 11 



2-1 i4t: in-^^^yA^hnms,) 

[0 2 9 9] (mmm__6_5) 3, S-'J'y^^fjU- 

1- (5, 6-i?:^'^jU-2-y:n:=.;U-4-t°])^'J 
=^/VT^/) T±=f-/v\i'^^Ji^y iM^ 97~98t; 

(n— ^=3rf->'d^e3#|g||) 

[0 300] mM&l 6 6 ) 
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(a) 2, 6--J?^^;u-4- (5, 6-i:?^^;i— 

2- y:r. =.;V- 4 - fc° P 5 v'i^/VT 5 7 ) Tir^^/I^^/V 
*!J 1 5 1~1 5 2t; ('l'y:/n/-^/— 

[0 3 0 1] (b) cis-2, 6-v?^^/W-4- 
(5, Q-iy?f-'f-;V-2-y :r.=:.;V- A--if^} %i^=->V 

r 5 y ) r-tr9=-/v^/vj}^ y ly %mm 2 9a Tite^tifc 

-iCftU n— f^^3:^/v (3:1) 

fCo 1 6 2~1 6 3t; 

[0302] (c) trans-2, B-v'yf^/V- 
4- (5, 6-v'7<^;V-2-y3i:=.;P-4-t°y ^Iv' 
-;VT 5 7 ) T-ir U >- ; ^Jii?'i| 2 9a "eff b 
tifcik-a-tiSr V- y * 7 s/ v'a. * 7 A ^ a b 7 
7^-iC#L. n-^^^V. mm^^;V (3:1)® 

^^;5-f>S^fBLrSWfe^#fc„ It;^ 112-1 

1 3t: 

[0 3 0 3] ( Utt^J 6 7 ) cis-3, 

7f-/V-l- (5, 6-v=7f-/W-2-7:n^;P-4- 

t° y 5 i;>=:.;v7 5 y ) r-ir^^/vt-^^ -M^ 13 

4~1 3 7t; (■i^aig^/i.ai-x/I^SUfn— 
ffJg^) 

[0 3 0 4] mmm & s ) — 4- [2- (4-^ 

-5, 6-v^7f-/l^-4-t'"y 
7^/1 7±=fjv-2, 6 -v'7^;^^;^J}^y >- ; it;^ 
2 1 2~2 1 4t: {^y:/n/V-/v;5^bS^fB) 

[0 3 0 5] mmm e 9 — 

3- tKndfi/-2- (5, Q-'J':^^/V-2-y^==- 
/V-4-t'y 5v?:=^/VT?y) -N, N-i?7°ntVV7° 

[0 3 0 6] (1) 4-^^0)3-5, e-v^yf^/i— 

2 -73n-/Vt°y 5 v^>-1.8 g , N- ( t e r t -y' V 



t2/^>T^ K4. 6 g RU h y 3i5^;PT 5 7 g 
!^Srl50 t:T'5lifFa1fS#Lfc„ SlS^i^feSr^JSfil 1 t 
l^aiC^aSL, 3 2 - (5, 6 -v' 
7«^/V-2-73:=/V-4-fc°y ^v's^/VT?/) - 
N, N-v?y"n tVvy"n/N°:^T5 K3. 5 g Sr?fflt>^ifei:b 
T#fc„ 

[0 3 0 7] (2) ±fB^fe|3g^tl3. 4 g . ft^SOml. * 
lOml. ^^y— /HOnilXt510%/N°7i/^7AK*0.5 g (D 

?i^!fe^**#H^T^ 6ot:-e5i$Mjt#Lfc«, 

2. 5 g ^#fc„ Bt-^ 1 3 2~ 1 3 3t; 
[0 3 0 8] HiSM 7 0 

2- [y^^/V- (5, 6--:;';?!5^/V-2-7i^i;V-4 
- y 3; T ^ y ] -N, N-S?7"n tWT-fe h 

[0 3 0 9] SIJfeMl l-*3lt5 2-T$y-N, N-v' 

N, N-v?7"nt:Vvr-fe hT5 K^ffiV^. ^:te01J 1 t ^ 

T g • l/10zkfnf/i«r#fc,-, ii'S 1 6 2 ~ 

1 6 S^'C 

[0 3 10] mmm 71-78 — ^t^s-rsns^-g- 

[0 3 11] 
Ut3 5] 




[0 3 12] 
[^2 2] 
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85-86 


HX 


72 


Pr 


Pr 


Et 


OHe 


111-112 


HX 


73 


Me 


Ph 


Me 


H 


117-119 


IP 


74 


Me 


Ph 


Me 


F 


140-141 


IP 


75 


Me 


Ph 


Me 


OHe 


151-152 


IP 


76 


Me 


Ph-4-Cl 


Me 


H 


114-115 


IP 


77 


He 


Fh 


Et 


H 


107-108 


HX 


78 


He 


Ph 


Et 


CI 


100-101 


HX 



[0 3 13] mmm 

N- (4-^nn73i-;v) -N-y5";W-l- (5, 
6-vy;^5^;V-2-y3i:::;W-4-t'!; 5;v'— /W) -2 

[0 3 14] mMmi\Cion?>2-TS:/--N, N-i? 
7°otVVT-fe hT5 K©ft*:>'9tc, N- 

-N-;^f-/V-2-t:°i3L) v^^^^/V/K^-t)-? K 

1 1 9 - 1 2 1 1: 

[0 3 15] m-mm s o — 

N- (4-^'l3ia73i::^/l') -N-^^/W-1- (5, 

[0 3 1 6] *Kf!|i{c:iaij-5 2-T5/-N, N-i? 

7"i3bVVT-fe hT5 K®f-^t>i9f-s N- (4-^nD7 
-N-y5^/v-2-fc°-<y v'>-:*;wj}?^f-$ K 

T g «Jife® 1/10 «^«^#fc„ 14 9-151 

"c 

[0 3 17] 8 1 

2, 3-v=tFn-l- (5, 6-v^/^/V-2-7:n 
- 4 _ y 5; - ;v) _ N , ^ - i?7°t3 f/W- 1 H 

— r >- 2 -*/V5K=¥f-5 KcDlS5g 

[0 3 1 8] ||Jfe^llrSolj-5 2-r5/-N, N-v? 

tVl-r-fe 5 KK)f^fc> 19 jr, 2 , 3 -i^t Kp - 
N, N-^^>^PtVP-lH— 1'>'K-7V-2-;*/WjK^ 

-drH^:/^^e,SSfrBLTge^ft(Dl/4 7K?Rtl^# 

fco Bi.'JS 167~168°C 
[0 3 19] ^ttW 8 2 

N- (4-i?un73.-^V) -2, 3-i?tKa-N- 
^^;V-1- (5, 6-->'^^7V-2-73;r:.;W-4- 

[0 3 2 0] ^*fiJliC*Dij-2)2-T5y-N, N->^ 



N- 



■ (4 



-2, S-v^t Ko-N-7<5^vv-lH-'i'i^ 
K-/^-2-*;v*>f-$ K^fflV^, t^^tc 

iikKDinommm. • 1/4 *ftii^^#fc„ 236-2 
3 8t; 

[0 3 2 1] mmm s 3 — 

2- (5-:xf-/V-6-7<f-/V-2-73:=/V-4-fc° 
y5v>:^/WT$y) -N, N-v^:/nt:VVTir hT5 K 

[0 3 2 2] Hft^Jl iCi3(j-54 -^pn-5, 6 -v' 

^^/V-2-7:n=:/Pt''y ? XDf-^tJ 4-^n 

5-/w3i-x/uxT>'n — ■df1^>'ros•a■^^i^>bHSSb 
T@«Jt)^^#/co 8 3~8 4'C 
[0 3 2 3] m&m 8 4 — 

N- (4-^nciy3;r^/V) -2- (5-:3i^;k-6- 
^f";W-2-y':ii-/V-4-fc°y 5~^-;VT5y) -N 

[0 3 2 4] ||««'IJllc:*Dlj-5 4-i!'DD-5, 6 -v^ 
^^/V-2-7 3^=^/Vt'y 5v'ySU?2-TS/-N, 

5 6 2 -7a;::i/kt°y 5v^ySt/ 
2-T$/-N- (4-i^OD7a;=:/V) -N-^f^/V 

r±vr% v>t^ti^n^^\ mmm i tf^^f-sjs • 

tl^#/Co it^ 1 4 2- 1 4 3^ 

[0 3 2 5] mmm 8 5 — 

2- (6-3:f-yP-5-;<f-;P-2-y'3i=i/V-4-t° 

y5i>-/i^r5y) -N, N-v':/p tVPTir bT5 K 

[0 3 2 6] ||«Mlt-*J{t5 4-^'nn-5, 6 
;^^/V-2-73:s:/Vfc;'y ^-i^XDf-t^^^fCls 
a-6-3i^/V-5-;'«5^/V-2-73:-/Vb°y 5 

rg«]^^mfc„ m,^. 8 3-8 4t3 
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[0 3 2 7] mi&m 8 6 — 

2- (6--ryyi3fcVV-5-7<f-/V-2-73;r:^/l— 
4 - 1° U 5 i/=^/VT 5 y ) -N, N-i/ynfc°/WTir h 

[0 3 2 8] ^»Jl(cSo(t5 4-ynn-5, 6-v? 
y^/V-2-7a;:^/Vt°!J ? v^>-C0f^fc)»5ir. 

n - 6 — r y tvv- 5 - y ^/v- 2 - y ^ 1° y 

m^\^xsmm^mco 9 8~9 9'c 
[0 3 2 9] mmm s 7 — 

2- (6-y9^/l'-2-73i=>'k-4-tf y 5i>=/ur 
5;y) -N, N-~^y°nfcVVT-fe hT$ KWMJS 
[0 3 3 0] 1 i^SoltS 4-ynn-5, G-v' 

y5^;v-2-y3i-7vt°i) ^ v^y-wf-^^D 19 4-yn 
i3-6-y5^;v-2-y3i:^;vfc°D ^v'vSrfflVX 

d^e>SMfB br S 6«]%^#fc„ it;S 10 7-108 

[0 3 3 1 ] MMm 8 8 

2- (6-yf-/y-2-yin::^/W-4-t''y 5 v5:::^/WT 
5y) -N-y 5^/W-N-y m::i/WT-fe hT5 KcdM5e 
[0 3 3 2] MMm 1 !C*D(t5 4-yc2D-5, 6-i> 

y9^/v-2-7^=^/vt°i; $ v^y:s.t^'2-r$y-N, 
N - s^y°ia tf/i-r -fe h r 5 ]f(Di^t> 19 , ^tv^ti. 4 - 

i?ni3-6-y^/I^-2-73i=/Hfy 5;:^VSU?2- 

r5y-N-yf-;p-N-ym^;ixr-fe hr? K^ffl 
v\ tiBi^ticsiS • *a^fflb. ai^Kij^^-f yyo 
/</-jut^bn'^iBLxsmm^mcio m^^ 134 
~i 3 et 

[0 3 3 3] mmm s 9 — 

2- (5-^ci/V-6-y^/V-2-73:=^/V-4-lf 

[0 3 3 4] ^*^J8 8-T?#e.tifc2- (e-yf^/i— 
2-y3n-/y-4-t°y 5 v=::i/wT5y) -N-yf-zu 

-N-yin:r:.;vr-ir hT? F 1.0 g, n-^up^/a^ 
K-r$ K 0.44 g Rxmmi5 mi CDS-g-tl^90t:-e3^ 

fern. iJt»^-f y^l3/V-/^^^pJSSftLT^KIife 
1. 1 g ^#fCo M;^ 15 4-155^ 

[0 3 3 5] mmm 9 0 — 

2- (5-y'cii.-6-y5^/V-2-7a:r:^/V-4-lf 



y 5; v':^;PT 5 y ) -N-y 5^/l^-N-y3i:::;kT-ir h 
[0 3 3 6] ^KM8 gClSoftSN-y Dcri/sy^^ 

»J8 9 t^«i^RjS-*&aL. ^^ii)^-ry^n/V 

-/V^a^bSllrirB LT g 6<];tlSr#fc„ 1 6 0 ~ 1 

6 2°C 

[0 3 3 7] Hife^ll 9 1 

2- ( 2 -73:=/W-6- hy 7/1^:^13 y^/V- 4- tf 

y5$;>=/wr5y) -n, n— ✓'^^d tVi-T-fe hT5 K 

[0 3 3 8] *JfeMl }-d3lj-S4-^i3n-5, 

X2-6-YV y;i^::fny 2 -y ;H;°y 5 v'y 

2 8~1 3 ot; 

[0 3 3 9] mmm 9 2 — 

2- (5-ynci-2-y3:=/V-6-hy7/V:tDy 
f-;V-4-t''y ^v's^/VT^y) -N, N-v^y°DfcVV 
T-lr hT$ K®Sjg 
[0 3 4 0] 8 9 Kiiii 5 2 - { 6 - y 2 

-ym:::^/w-4-t°y 5i>^;vT5y) -N-yf-/v- 

N-7^:::^/Wr-tr hr? K'Wi'-'tt)!?}^ 2- (2-7:n=: 

/w- 6 - b y ^/I'^e-p y '^/u- 4 - 1° y $ i?::^7PT 5 

y) -N-y^/U-N-^aic^/UT-fe hT5 K^ffiV\ 

/-jufi^hnm^hxsmni^^mco mm. us- 

1 1 7°C 

[0 3 4 1] uttw 9 3-9 9 — nm-r^^mi:^ 

«SrfflV\ ^*«li:l^«{cSJ£-^aL. ^t3 6X»: 
Stb5«2 3®ft-^i^^#fc„ 

[0 3 4 2] 

[ft3 6] 




[0 3 4 3] 
[S23] 
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H 




102-103 


E-HX 


94 


Pr 


Pr 
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CI 




146-148 


IP 


9 5 


Me 


Ph 


H 


CI 


1/lOHCI 


180-181 


A 


9 6 


Me 


Ph-4-Cl 


H 


H 




157-158 


IP 


9 7 


Pr 


Pr 


Me 


H 




139-140 


IP 


9 8 


Pr 


Pr 


Me 


CI 




129-130 


IP 


9 9 


Me 


Ph 


Me 


H 




146-147 


IP 



[0 3 4 4] mmm 100 

3, 5--:y'?(^/V-l- (2, 6-v'y'cnC:^7V-4-t'' 

[0 3 4 5] ^J|«l{i*5lt54-^nn-5, 6 
^5";V-2-73:=i/Vt"D 5:v'>'R02-T5;y-N, 

-3, 5-i>^f-/vt:°-<!J v?>-^^^^mfflV^. llJfe^J 

lb wissi t T s mm^mz. i s 4 ~ 1 3 5 °c 
[0 3 4 6] -MMm 1 0 1 — 
2 - (2-7 n-. - /i^- 4 - e y ^; >' -^/vr %/) - n, 

[0 3 4 7] *JS^llCi3lt5 4-^'oi3-5, 6-5^ 
^ ^/l^- 2 - 7 31 -/kt" y 5: S^V-rof^J^ 13 (C, Rec. Tra 
V. Chim. Pays-Bas, 86, 15(1967)fB*<:0;^ffi(C^^oT-g- 
R!cLfc4-^'nD-2-7^c^;ufc°y 55^V^ffiV^, SI 

)\^t^hw^^m\.x^mm^'mz^ 74~75t; 

[0 3 4 8] HifeW 1 0 2 

2- (5, 6, 7, 8-r h9t K^-2-73:r^/^- 
4-d^■^-y!J=^/^T5y) -N, N-v?7°nbVWT-fe b 

[0349] 4-^i3n-5, 6, 7, 8-7^h9tK 



N - i?:/n tVVT-fe h T 5 KG. 78 g:S.t5 b y ai^yVT 5 

/^i=^Ji*^SlL. **«f-hy ^A-e^m. Mffi-e 

1.3 g 'Sr^#fc„ i!;,^?; 8 7~8 St 

[0 3 5 0] -^mm 1 0 3 1 1 2 — ^t^s-rsns 
it^m^m\'\ mmm i o 2 tp^^dSiS; • ^au, ^ 

3 7T«$tv5«2 4T'«S;}x5ft^t)^#fc„ 
[0 3 5 1] 
[^k3 7] 



[0 3 5 2] 
[^24] 




Ph-4-Cl 
Ph-4-Cl 



Ph-4-Cl 
Ph-4-Cl 



EC1,3/4H2 0 
1/lOHCl 



[0 3 5 3] mmm 113-117 — nmn>m.Pc i\L^m^m^\ mmm 1 0 2tw\m\cRm • ^sl. 



225-227 

177-178 
154-156 
176-177 
139-140 



HX 
E-HX 
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3 8-vm^ti^m2 5-e*$tLS-f[i-g-ti^#fc„ 

[0 3 5 4] 
[ft3 8] 



[0 3 5 5] 
[^2 5] 




[0 3 5 6] 'MljiiWi - 
3-tKn=¥v--2- (5, e, 7, 8-xh7tFn 

- 2-y 4 -^-ry V =-;\^r ^ y) -n, n- 

[0 3 5 7] (1) *Ji^l 0 2{Ci3(t5 2-r5/ 

-N, N— :^:/DtVkr-fe hr? Kcof^fc>i3{c, 2-r 

S:/-3-^^^-v';P:t^^>'-N, N-'i^T'D ti'/WT'G/-? 

yr 5 K4. 1 g ^Jifii 1 0 2 1 • ^ 

at, 3-'<yi^/U:t^iy-2- (5, 6, 7, 8 -x 
b7t Kl3-2-73:ri;^-4-^■:^>^y— ;VT^ /) 
-N, N-~i?7't3tVV7"n/-?>'T5: K3. 4 g ^m^mt 

[0 3 5 8] (2) ±m±^m.o s . BmOOml R 

2. 0 g ^#fCo iJ.^ 1 1 9 ~ 1 2 0°C 

[0 3 5 9] %ife^ 119-120 mmmiO 2 

i^*3(t5 2-r5/-N, N-v'T'nfcVur-fe br? F 
roftJ^f)};:. m-r5Ifimii-e-t)^ffiv\ |llSfi|i0 2 

[0 3 6 0] ( HMM 1 1 9 ) 1- (5, 6, 

7, 8— r b7t KP-2-73i=/V-4-^-^yy:^ 
/V) -N, N-v?:/t3bVV-2-b°n!Ji>>-;*/W4fdfii- 
^ K ; B..^- 1 23 — 1 24 °C (>^ai^/kai— 

[0 3 6 1] ( HiteW 12 0 ) N- (4-^an 

-1- (5, 6, 7, 8-7^h9tKn-2 
-73i=:/V-4-^-?-y'y-/V) -N-7<^/V-2-h° 
P V v'V'^/V^'drf- 5 K • 1/4 ;7Kftt) ; It^. 8 0 ~ 8 





A 


R7 


Wj^ CC) 




113 


O 


H 


164-165 


IP 


114 


O 


F 


212-214 


A 


115 


o 


CI 


225-227 


A 


116 


NH 


H 


178-179 


IP 


117 


NH 


F 


195-197 


IP 



2''C {n-^^^yt-hWMsMi) 
[0 3 6 2] MM^i 1 2 1 

2- (5 h r2 - 2 -y 4 - e 5>'.'yvr 

5/) -N, N-v'T'ntVwr-fe hT5 KcD^jg 
[0 3 6 3] 4-^'Pia-5-::^ hia-2-73i=yVt° 

v^i^ye.og. 2-r5:y-N, N-^^yDtvpr-fe 

f r ? K6. 0 g . MJ mf-zPT 5; >5. 2 g V "T'd 

1 4 2~1 4 3t: 

[0 3 6 4] miMm 1 2 2 — 

2- (5-r$/-2-7a;=;V-4-t°y $v^::::/vr 
$/) -N, N-i>7°ntVWT-fe hT$ KO^jt 
mmi^l2 1-t^nhtltc2- (5-=hn-2-7^:^ 

/w-4-tf y 5 v'^^/vr 5 /) -N, N-v'T'ptvvr 

•febr? K1.9 g . y—;U6(imlRXflO%^<yiy<yM> 

mmo.2 g w}S-e-!fe^*ii#H^T, mm-x-smmmw 

■j;3z^/i.3z-^/i.^if,SI§frBLTg6^»1.5 g Sr#/Co 
it,^, 1 2 0 ~ 1 2 2 1: 

[0 3 6 5] 12 3 — 

N-^5^7U-2- (5-s^ hu-2-73:-7V-4-b° 
]) ^i;>:=.;UT?./) -N-7mr:/VT-fe hT$ KoSjg 

[0 3 6 6] HJfeWl 2 1 (djoCtS 2 -T5 y-N, N 
-i?y"pbVVT-febT5 KcDf^t)^!-. 2-TSy-N 
-^^/V-N-7a.=:/Vr-fe hT5 K7.3 g ^ffiV^, m 
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;ei^6.Wtei,LTBW%10.1 g^#fc<, iHl;^ 19 4~ 
1 9 6t; 

[0 3 6 7] 1 2 4 

2- (5-T5y-2-73i::^/V-4-t°y 5v?=^/VT 
?:/) -N-7(9=-;v-N-7^:^;vr-tr hr? K®fi5g 
[0 3 6 8] 1 2 3 -X?#P)tifc 2 - ( 5 h n 

-2-7a::::;;V-4-t°y 5i/:^/Vr5/) -N-T^^^ 
/l'-N-73:=/l'T-fe hT5 K5.5 g trK^fi^J 1 2 2 t 

T g 6^*«l/4 *?P*4. 8 g?r#fc„ ffl!-^ 1 8 3 ~ 

1 8 4t: 

[0 3 6 9] nmrn 125 — 

2- (5-r-fe5^/vT3:/-2-7i-;w-4-t°y ? 

[0 3 7 0] 1 2 4 r'#P>ixfc 2 - ( 5 -T 5 y 

-2-73:=/V-4-t!'P 5vy=^/VTS/) -N-7«^ 
/V-N-73:-/VT-fe hT5 K3.6 g . M^g^^lOmlS. 

o«t°yi;i^y 7mi®^l-a-*^^?ar'4Bffiii»#Lfc„ 

T^^Lfco SetlSrVy^yyV^^A^DT 

d>bffie^L-CSW*4.0 g St;^ 20 0- 

2 0 It: 

[0 3 7 1 ] ^ffiftl 1 2 6 

2- (5-3ihdr->;&yI^xff::^;W-2-73:-;P-4-t° 
y 5 i?:::;vr 5 y ) -N, N-'i^T'P tVWT-fe hT 5 K 

[0 3 7 2] ||««liCjo(j-6 4-^'Dn-5, e-v' 
7<^/V-2-7air:/Vfy 5v?VC0ft*3ip(r, 4-i5'n 

6.0g ^fflV^, HJfe^SlJl t[^«(CSJ5S-^!iaL, 

4 5~4 6°C 

[0 3 7 3] MMm 1 2 7 

2- (5-t Kn=¥->7t^/V-2-7^=/V-4-fy 

5:-:>?::^/ur5 y) -n, n--:^7"p tf/i^r-fe hr? k<z) 
mm. 

[0 3 7 4] mmmi2 6X-nibi^.fc2- 



/) -N, N-i^ynbWT-fe hT5 K3. 0 g . **^t: 

h y i^'jt^o.e g . fifty ^-^^ AO. 7 g stj«7^ h 

7t Kn7 7V20ml®i!i-a-«-*l*^;5'/-/V30ml^O 

~ 5 t;T'MT Lfco MJ£?g-a-%^s?aT' 5 BtMit# Lfc 

0-5°CT-l Nfi^5rpH5ii/£54T-JPx.. MJET? 

167— 168 t: 
[0 3 7 5] HiSM 12 8 

2- [2- (4 -5, 6, 7, 8 

-X hyt Kn-4-dr-^yy ;::/V:tdrS'] -N, N- 

[0 3 7 6] 2-t Knds-i/-N, N- v'T'n fcVVTir 
bT5 K1.8 g 'BLX3-'J'^^!Vir^!VKT% K20ml©?i-g-^ 

ico~5t;r^lxi6o%**ft^ h y 'j'A 0.5 g ^ 

^IPX.. 0°C-U-lHtM#m. P)ia-t^-4-i'nn-2- 
{A-y /vi^ny z^=:.)V) -5, 6, 7, S-T'hyt 
Kn:^-^-y-y y2.0 g ^iPx., ^rfiT:-4B#rfl1it#Lfco 
y D p AXt/7KzkSr*Bx., iJ' P P :^7VAji^5^K 
U 7KftLfc««7KSIg?-^-hy ^AT-^^L, «J±T'« 
*iL/c„ «g!fe5r->y*y/l'*7Ai!'13-7h^^7 7'f- 

2 g ^#fco BtA 9 5-9 6 °C 

[0 3 7 7] ^ttglJ 1 2 9-1 3 5 n]&'thUP( 

ft^fe^fflv\ «*Mi 2 8 ti^^icsjs • ^asL. \t 

3 9 -e^$tbS«2 6 ©ft-a-^€r#fc„ 
[0 3 7 8] 

[ft3 9] 




[S2 6] 
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Ri 


Rz 


Rt 


Rj 


MjSi CC) 




129 


Pr 


Pr 


2-Cl 


H 


75-76 


HX 


130 


Pr 


Pr 


3-Cl 


H 


100-101 


HX 


131 


Pr 


Pr 


4-CI 


H 


119-120 


IP 


132 


Pr 


Pr 


2-F 


4-F 


93-94 


HX 


133 


Bu 


Bu 


H 


H 


84-85 


HX 


134 


Bu 


Bu 


4-F 


H 


90-91 


HX 


135 


Bu 


Bu 


4-Cl 


H 


105-106 


IP 



[0 3 8 0] mmm lae- 

2- (5, 6--i?7«5^/'V-2-73i— ;V-4-t''!J 
-;v:^df-» -N, N-v?-7°ntVvr-fe bT3; K^Sat 
[0 3 8 1 ] 5, 6 -i^y 2 -y3:=.;P-4 - 

(3H) -}f])^iy/yi.5gRUi^/i';i^:^^;i-AT^ 
K20ml©ii-g-%iCO~5'Cr'i^60%*^'fli-^- h])^J^ 

(mm 0.3 g o'cx-immmwrn. mm.x'2 

-T'n^-N, N-v=7"nbVVT-fe bT5 Fl.67 g^M 

f*. M7K^mi-hv 'y^x^mh, mmxmmi-tz. m 

-Ca65ft2.2 g 5r»fc„ 8 8~8 9'C 



[0 3 8 2] mmm 1 3 7~i e 3 — n^z^^^wM 

40-^?^$^^5a27 S.t^S 2 8 (Dft-a-fe5r#fc„ 
[0 3 8 3] 
[^1:4 0] 






Rb 


Re 


Ri 


R2 


R7 


Q 


(t;) 


m m 


137 


Me 


He 


Pr 


Pr 


4-Cl 




128-130 


E-HX 


138 


Me 


He 


Pr 


Pr 


4-F 




131-133 


A 


139 


Me 


He 


Pr 


Pr 


4-OMe 




87-88 


HX 


140 


Me 


He 


Pr 


Pr 


3-Cl 




82-84 


E-HX 


141 


Me 


He 


Pr 


Pr 


4-CF3 




109-111 


HX 


142 


Me 


He 


Pr 


Pr 


4-NO2 




157-159 




143 


Me 


He 


Me 


Ph 


H 




138-139 


IF 


144 


Me 


He 


Me 


Ph 


4-Cl 




159-161 


A 


145 


He 


He 


Me 


Ph 


3-Cl 




170-173 


IP 


146 


He 


He 


Me 


Ph 


4-OMe 




157-159 


IP 


147 




He 


Me 


Ph 


4-CF3 




159-161 


IP 


148 


Me 


He 


Me 


Ph 


4-NO2 




179-181 


AC 


149 


Me 


He 


Me 


Ph-4-Cl 


H 




168-170 


IP 


150 


Me 


He 


Me 


Ph-4-Cl 


4-OMe 




142-143 


A 


151 


Me 


He 


Et 


Ph 


H 




130-132 


IP 


152 


Me 


He 


Et 


Ph 


4-Cl 




170-171 


A 


153 


Me 


He 


Et 


Ph 


3-Cl 




151-153 


IP 


154 


Me 


He 


Et 


Ph 


4-F 




156-158 


IP 


155 


He 


Me 


Et 


Ph 


4-CF3 




148-150 


IP 


156 


Et 


He 


He 


Ph-4-Cl 


H 




100-101 


E-ex 





Rb 


Rs 


Ri 


R2 


R7 


Q 




m m 


157 


He 


Et 


Pr 


Pr 


H 




62-63 


HX 


158 


H 


Ph 


Pr 


Pr 


H 




82-83 


E 


159 


Me 


Ph 


Pr 


Pr 


H 




78-79 


HX 


160 


H 


CFa 


Pr 


Pr 


H 




109-110 


IP 


161 


-(CHz),- 


Pr 


Pr 


H 




92-93 


E-HX 


162 


-<CH,)4- 


He 


Ph-4-Cl 


H 




140-141 


IP 


163 


-(CH,)4- 


He 


Ph-4-CI 


4-Cl 


l/4HiO 


200-202 


A 



[0 3 8 6] mmm i64- 

N-3i^/l.-2- [5, 6-i^^^/V-2- (4-=b 

[0 3 8 7] ^«fill 3 6}C^ott5 5, 6--J^^J^- 

2-y:r.=./v-4 - (3H) -b°D 5>?y>'S.tJ5 2-:/ 

5, 6--:>y5^yV-2- (4-=^hny'^;=-7V) -4- 

(3H) -}f'J^i^/yRU2-'fti^--S<S-:j^^/\y- 

6 t^liClSJS • MSb. ^m^&T'tV^^hV/i^-d^h 



m^^ 1 i 



-1 9 ot; 



[0 3 8 8] mmm i e 5 — 

2- [2- (4-r5y73i=;P) -5, 6-i^;^^;u 
-4-^]; 5 v'=/l';t-^-» -N-3^f-/P-N-73i:^ 

[0 38 9] 164 -e#?5tLfc 2 - [ 5 , 6 

-N-:i^5^yV-N-7i=^;VT-fe hT$ K2. 

3 g. 5%/^°9v?•?A^S^^0.4 g . :r.^ /~;v 30 mlS 

t;«^'pp*/^Alo ml (Dm^m^i^m9-mn.r . mu-x: 
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1 0^^m2. 1 g Sr#fc„ 1 8 3~1 8 5t; 

[0 3 9 0] mmm i e e — 

2- (6-^g^/V-2-73:=^/V-4-t'"y 5 v^=^/V:^ 
^i/) -N, N->':/i3tVVT-fe hT5 K»$i5t 
[0 3 9 1 ] 3 6{C*3(j-5 5, 6-v?^^/V- 

2-yx.=^/U-4- (3H) -t°!J 5 v^/>-C0ft*3lp 
6-^^/V-2-7ai::=^yV-4- ( 3 H) -t°y5 

6 8~6 9t; 

[0 3 9 2] mmm i e ? — 

2- (5-^'nn-6-7<5^;V-2-y'cnc:^7V-4-t'' 

y -N, N - >^-/n tVPTir h T 5; K 

[0 3 9 3] ^Jt« 1 6 6 -e#P>nfc 2 - ( 6 
-2-73.r:/V-4-t!'y 5 v?rz/v:t=3r^x) -N, N- 

n i5<j4t) 4:i^fc„ ilia's 9 0 ~ 9 1 1: 

[0 3 9 4] MMm 1 6 8 

2- (5-7^13^-6-^^/^-2-7^^/^-4-1:^ 
y 5 v'=^/V:^^-» -N, N-v'T'ntVwr-lr br? F 

[0 3 9 5] 6 6T'»btt/c2- 

-2-73::^/k-4-t°y S:-:^^/!^;^:^?/) -N, N- 

n mm^mco m^^^ i o ? ~ i o s °c 

[0 3 9 6] MMM 16 9 

2- (5, 6, 7, 8-T h7t K^-2-7I-/^- 
4-^•^-yy -N, N-v?7°nhVW7"n/N° 

[0 3 9 7] HJfeWl 3 6ic:io(tS 5, e-v'^^/v- 

2-73:=/V-4- (3H) -fc°y 5>?/i^X0?2-7' 
n^-N, N-v=7°n tVVTir hT5 K®ft*3'? (vi. 
5, 6, 7, 8-X hyt Fl3-2-73:^/^-4- 
(3H) -=3f-^-yy />'Xt;52-:/n^-N, N-v'T' 
^lf/^y^/^°>'r5 K^^;}^mffiv^, 1 3 6 i: 

L-C a Kl»^#fCo WiJ^ 7 3 ~ 7 4 1 
[0 3 9 8] giS^ 1 7 0 

3, 5-i^y<^/l'-l- (5, 6-i^^^/V-2-73i 

4 - h° y $ ^:;=^/v:t=¥i^) T-fe^/wb°-< y 



[0 3 9 9] 2- (5, 6-v'7<5^/^-2-73i-;V- 
4-t°y 5>?=:/V:t^>') S^1.2g . 3, S-v^T^f" 

/wt°^y v^v-o. 7 g , ^^^i/ h y T>^-/I^- 1 -4/^:t 

(BOPfS:^) 2.26 gRI^v'^^ 
/P/f:/UAr 5 h'20ml(D'B-a-^l^ 0 ~ 5 "CT' h y ^^/VT 

u ^gfebfc^. •^«:^^y >?AT«u Mff-e 

!ii^e3S^SL--CB6tlftl.4 g ?r#fc„ a^ife 10 0~1 
0 1°C 

[0 4 0 0] mmm 1 7 1 1 7 a — mmm 1 7 0 

irdottS 3 , 5 -v?;^ 5^;vfc°-<y v5>-»-ftt5 19 t-^f^t-t 

[0 4 0 1] ( HjfeW 17 1 ) 2, 6-v?7«^/W 

-4- (5, 6-v'7<5=-/V-2-7rn=./V-4-fc''y 5 
v;rL/V:^3r>') T-trf-/V^/V* y >^ ; ii^S 1 2 3 ~ 1 

2 4°c (-ry7°p/v-/v;i^t.s*gBlj) 

[0 4 0 2] { MMM 17 2 ) 3, S-v'T^f^/V 

-l-(5, 6-v^j(f-/V-2-7:n::^/V-4-t;°y 5 

107~1 lot; (,i^3i^;U:3^—7';URXfn — ^d^f- 

[0 4 0 3] ( MMM 17 3 ) 2, 3--i^tKr3 

-1- (5, 6— i?^f-/l^-2-73i:^/P-4-t°y 5 
i?=.;u:t^-y) Tir^/v- 1 H — f y ; It^, 2 

10~2 12°C (T-tr ^ y /vd^brt-I^RR) 

[0 4 0 4] ^ffifj 17 4-188 m'rSJjSiiSf 

^l;^i^^MV^. HJfe^lJ 1 7 0 • ^SL, ft 

4 ir-«stb5«2 gr'SStiSft-^i^^mfco 

[0 4 0 5] 
[ft4 1] 




[0 4 0 6] 
[^2 9] 
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Rs 


Rs 


Ri 


R2 


R7 






174 


Me 


He 


Me 


He 


H 


128-129 


IP 


175 


Me 


He 


Et 


Et 


H 


88-90 


E-HX 


176 


Me 


He 


Et 


Et 


CI 


148-149 


IP 


177 


Me 


He 


Bu 


Bu 


H 


99-100 


E-BX 


178 


Me 


He 


Pr 


Ph 


H 


151-152 


IP 


179 


-(CH2 




Et 


Et 


H 


100-101 


E-HX 


180 


-(CH2 


\ _ 


Me 


Ph 


H 


135-137 


IP 


181 


-(CHj 


\ _ 


Me 


Ph 


CI 


148-150 


IP 


182 


-(CHs 


\ _ 


Pr 


Ph 


H 


158-160 


IP 


183 


-(CH2 


) _ 


H 


Ph-4-F 


H 


178-179 




184 


-(CH2 


)4- 


Me 


Ph-4-F 


H 


164-165 


IP 


185 


-(CH2 




H 


Ph-4-Cl 


H 


179-180 


A 


186 


-(CHj 




Me 


Ph-2-Cl 


H 


165-166 


A 


187 


-(CH2 




Me 


Ph-3-Cl 


H 


180-182 


A 


188 


-(CHz 




Me 


CHjPh 


H 


91-92 


E 



[0 4 0 7] 189 - 
2- (5, 6-i/7<5=-/V-2-7in:^/W-4-t°!J $v> 

[0 4 0 8] MMmi 7 OlCdottS 3, 5-i>'^f^/H;° 

^Lxnm^^mc. mm 2 12-21 at: 
[0 4 0 9] mmm 1 9 0 — 

N-->':?P7'ntVP7<f-/I^-2- (5, e-v^^f^/U- 

[0410] mmm 1 s 9 -e#p>^xfc 2 - ( 5 , e-t^ 

^ ^/V- 2 - 7 a. 4 - b° y ? v?r^/l':^dr i/) - N 

K30ml C0?l-^tli- 0 ~ 5 t;r'^60%*^'ft-?- MJ t> A 

mm 0.2 g ^i)px.. ccT'iBtfu^jf^Lfc, i5i?a« 

1. 56 g^#fCo 1 1 9 ~ 1 2 1 1: 

[04 11] 1 9 1 — 

N-Ty/V-2- (5, &--y:^^)V-2-y 

4 - t° y 5; ■•::/-7V:tdr-» - N - 7 3:::^/kT-lr h T ? K 

[0412] UlteW 1 9 0 \z.^n-!i>%\Yrfxi bVwy 
©f-tfc 9 (c*ftT y /^Srffiv^. HJfe^iJ 1 9 0 t 

5 6<]i|%Sr#fc„ ii^. 1 2 9 ~ 1 3 1 1; 



[0 4 13] ^ifefil 19 2-196 ^tJS-rSMI^f 

fh^t)?rffiV^. %m^\ 1 7 0 tl^^ttSiS: • 

[0414] ( ^ife^j 192 ) 1 - ( 5 , 6 , 

7, 8-x h7t Ft2-2-7^:^yI^-4-^-:?-^/y:^ 
/w;^^?/) r-fe^^/i^- 3 , 5 — =9-)V}£^ y ; » 
1 3 4~ 1 3 S-C (i^a^f-zL-cx-r/I^^J^t-HISS) 

[0415] ( 193 ) 4 - ( 5 , 6 , 

7, 8— f- h^t Kn-2-7i=;P-4-dr^l^y:^ 
)Vi!r^'y) T-fe^/v- 2 , 6 y y ; H 

1 6 1-1 6 3°C (-ry7"ti/-«/-;V^^bS*SfB) 

[0416] ( ^iSFj 194 ) 1 - ( 5 , 6 , 

7, 8-X h7t KD-2-:73i-/W-4-dr-^-i/yr:^ 
/l';d-=3f-v') T-fef^/V- c i s - 3 , 5 -v?^ ^/Vh°^7 
v^y • 1/4 imm ; ill-^^ 1 5 0 - 1 5 1 1 (v?:t^/v 

[0 4 17] 19 5 ) 4- [2- (4- 

^OP7^:r^/l') -5, 6, 7, 8-Xh7tKP-4 

-dr-j-yy ^^/V:^-:^^^^] r-fe9=-/v-2, a-v'pJf-zV* 
/w^yvjiit.^ 1 7 1-1 7 3t (-i'y:/n/-«y-yv 

[0418] mmm i9 6) — i- C2- (4- 

^DP^3i^/l') -5, 6, 7, 8— rh7tKP-4 
-dr-f-y-y rir^/i--c i s-3, 5--i^ 
7( ^/vt°-<7 i^^- • 9/10 mm. ■,m.& 2 6 5-2 6 
8TC (:^^y-/W;6^p5SefB) 
[0 4 19] 1 9 7 

c i s-3, 5--:^^5^/V-l- [ (5, la-'J:f-^!V 

-2-7a:=/V-4-t°y 5v^=^/V) -2-b°py>>i/ 

[0 4 2 0] (1) ^*«l(::do(t5 2-TSy- 
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LTl- (5, 6->'7«9^/V-2-7a.r^/V-4-tf y 
5 i/rz/v) - 2 - !J i?>-:^/V:^l^mi. 0 g ?r#fc„ 
B,!^ 9 0 ~ 9 2 °C 

[0 4 2 1] (2) ita^^StlS.S g . ^^/-/HO 
0 mlRmO%y<7 J>.S<mi.O g CD^E-&it)^7KJS#H 

U N- (5, 6— :^^^/k-2-73^=/V-4-tf y 
5 zfri y V2. 5 g Sr#fc„ ffl!;^ 2 2 8 ~ 2 

3 It: 

[0 4 2 2] (3) ±m±!^mi.2 g ^ cis-3, 
5-i^?ii-;T^}l°-<yi^>-0.6 g , BOP^^l.97 gRn 
^J:^ 5";V*;VAT 5 K30mlO}g-g-ife(C 0 ~ 5 MJ 



#fc„ 16,^?. 1 6 0 ~ 1 6 2 °C 

[0 4 2 3] ■^mm 1 9 8 2 0 4 ^tiS-fSig!^ 

ft-g-i|^?rMV\ 1 t • SaaU ^4 2 

-T:-^ ^ 5 ^ 3 0 coft-^!^ ?r#fc„ 

[0 4 2 4] 

[^k4 2l 




[0 4 2 5] 
[^30] 





Ri 


R2 


R4 


R7 






198 


Et 


Et 


Me 


CI 


131-132 


IP 


199 


Pr 


Pr 


Me 


CI 


84-86 


HX 


200* 


Me 


Ph 


Me 


CI 


139-140 


IP 


201 


Et 


Ph 


Me 


CI 


102-103 


HX 


202 


Pr 


Ph 


Me 


CI 


103-104 


HX 


203 


-CH2CH=CB« 


Ph 


Me 


CI 


107-108 


HX 


204 


H 


Ph 


H 


CI 


205-206 


A 


: 1/4 







[04 2 6] mmm 205 — 

1- [2- (4-i!'i3n:7air:^/v) -5, e-vJ'^^/v 

-4-fy 5 v?=/V] -N- - 

[0 4 2 7] xtJS-r5i^Wb^!t^^;Bv\ mmmitn 

Sb-cs«jti^#fc„ 13 1-1 3 St: 

[0 4 2 8] mmm 206-210 — m--r^wM 

[0 4 2 9] ( HMM 2 0 6 ) N, ^•i - :^ 'f- ;V 

-2- [5, 6 -v=7<f-/^- 2 - (4- by7/l^;tn7< 

K ; it.^, 1 6 5-1 6 6t; (n---drf->';4.P,fl:g 



[0 4 3 0] ( HjfeW 2 0 7) N, N-v^^t^/V 

-2- [5, 6-v'7f^/V-2- (4-hy:7/V:^ci^ 
^/V7a:r^/V) -4-f y 5i;?r:/VT5/] T-fehT5 

K;iill;^ 118-119t:(n .drf-Vd^lbSIS 

ft) 

[0 4 3 1] ( Mmm 2 0 8) 2- [^9^71— 

[5, 6 -v?7« 5^/^-2- (4- h y 7/l':^-ny9^/V7 

aic^/u) - 4 - 1° y 5 -i^ci^/p] r^y] -N-7°ptf7P 

r-febr5K;«,^ 8 4-8 St (n 

»S^) 

[0 4 3 2] M^jM 1 : m\(r>mTt — 

[0 4 3 3] 
[^3 1] 



• 2- [2- (4-^^ aa7rt:::/V) -5, 6-'J:^i-;V- 
4-h°y 5i?=^/VT$y] -N- (4-7< h=¥:X7a:r:^/V) - 
N-7<^/VT-fe K Ig 

• f LS 84 g 
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• \--^^\2zii/y'v-:tv 30 g 

•Sii-fe/VD-;^ 25 g 

• t Kn^v^v^n tVi^-fe/Vn— ;^ 3g 

0.7g 

• 7.'Tr'}l^'^'?^^V'^J^ l.Sg 



[0 4 3 4] lMl^'yi^nmz.X.^'B.-^. mL\.tdk. [0 4 3 6] 

1 te&fc 15 145 mgT-Sr^. lOOO^^M-f So [« 3 2 ] 

[0 4 3 5] nnm 2 : ^sjcoisig — 



•2- [5, 6-i^^5^/W-2- (4- MJ ^/W:^^^^/!^^^^^/!^) -4-t° 

^) %i>::^/vr % /) -N, N--:^7"ia tVwr-fe hT5 K • • 25 g 

• fL» 70 g 

. b r>^n3->7=V7°> 20 g 

• ISii-fe^Pn-;^ 25 g 

• t Kn^>'7°nhVi^-|r;vn— ;^ 3 g 

0.7g 

• 7.'rr^)l^m.-^^^'y^J^ l.Sg 



[0 4 3 7] Jit2/iic5>^?if?£{i i <9 /l^. 5t«iLfc«, [0 4 3 9] 

1 ^fefc 9 145 mg-t-fi-^, lOOOlS^rM-rSo [^33] 
[04 3 8] ^jjPJW 3 : *:/ir/V^J<D||5g 



•2- (2- (4-i?nT3 7in:::;/V) -5, 6-v^^9^/W-4-t°y 5 v'^/wr 
5/] -N, N-i^T'Plf/l^r-fe hr? K 2g 

• fL» 165 g 

. yyy^n^l/y'vztiy 25 g 

• t Ko :3f-->yD tVl'-fe/na— ;^ 3. 5 g 

•«K*7K^'f^ 1.8 g 

• ;^7^Ty >'^-r^~^>'r>i^ 2.7g 



[0 4 4 0] ^m^^'o. -hiBfi&^^^i^jtmL, wm. [0442] 

200 mg ^*7°ir/Hc*a[L, 1000*7°-fe/l'^:^-r5o [^3 4] 

[0 4 4 1] m\m 4 : it^J©SS[ig — 



• N- (4-^^ nn-7i.::^/l-) -N-p<^/l— 2- (5, 6 ->?^ -J^/V- 2 -7 

a:=i/V-4-f!J $i?=:./Vr$y) T-fe hT$ K lOg 

• fLttf 960 g 

• t Kodf-i/T'nt'/U-fe/Ha— 25 g 

5g 



[044 3] ^fet J; I? . ±IB/?g5>^S^L/c#. fSlSiJ [044 5] 

XCm^. [S3 5] 

[0444] i^^Jfj 5 : i j^JoRit 



•2- [2- (4-^'aa73:-/V) -5, 6 - i^;>i 4 - b° U ^ i?-7VT 

$y] -N-^^^/W-N-^ai^/VT-fe hT5 K 10 g 

• ^9 200 g 

•HCO-60 2g 

•^'^V^ 10 g 
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50 g 

mm 
mm 



[0446] 2- [2- (4 -:^nn7^^yV) -5, 

-N-7a::::;/vrir hr $ K^^^^'y— /^'St;^Hco- 
5o rro^?S5ry Vz/yV^^/ki?- (0.22/iin) "C^i 
lit. ltf«Sr2 mlT^^y'^Vtf'iC^ilL. *V>-T?rtu*12 

1 t:-e2o^^rfg«w-r5„ 

[0 4 4 7] 



^* 2000 ml 
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